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These annexes consist of a total of 



sheets. 
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Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability: 
citations and explanations supporting such statement 

Certain documents cited 

Certain defects in the international application 
Certain observations on the international application 
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I tional application No. 

PCT/JP00/06185 



Basis of the report 



uon: 



I. With regard to the elements of the international application:* 
[X] the international application as originally filed 

| | the descripti 
pages 
pages 
pages 



? as originally filed 



, filed with the demand 



. filed with the letter of 



the claims: 

pages 

pages 

pages 

pages 



1-26 



, as originally filed 

as amended (together with any statement under Article 19 

, filed with the demand 



27-33 



. filed with the letter of 



09 March 2001 (09.03.2001) 



□ 



the drawings: 

pages 

pages 

pages 



as originally filed 



filed with the demand 



filed with the letter of 



I ~^ the sequence listing part of the description: 

pages 

pages 

pages 



. as originally filed 

. filed with the demand 



filed with the letter of 



With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language which is: 

I i the language of a translation furnished for the purposes of international search (under Rule 23.1(b)). 

□ 

the language of publication of the international application (under Rule 48.3(b)). 

the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 

With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

contained in the international application in written form. 

filed together with the international application in computer readable form. 

furnished subsequently to this Authority in written form. 

furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 



4. 



□ 
□ 
□ 
□ 
□ 

□ 
□ 



The amendments have resulted in the cancellation of: 

□ 

the description, pages 

□ 

the claims. Nos. 

□ the drawings, sheets/fig 



5 I | This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as 'originally filed'' and are not annexed to this report since they do not contain amendments (Rule 70 16 

and 70. 17). 

** Any replacement sheet containing such amendments must be referred to under item I and annexed to this report. 
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III. Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 

1. The questions whether the claimed invention appears to be novel, to involve an inventive step (to be non obvious), or to be 
industrially applicable have not been examined in respect of: 

| | the entire international application. 

claims Nos. 21-23 1-20.24-33 



because: 



the said international application, or the said claims Nos. 



21-23 



relate to the following subject matter which does not require an international preliminary examination (specify): 
See supplemental sheet for continuation of Box III. I. 



Px/I the description, claims or drawings (indicate particular elements below) or said claims Nos. 1-20.24-33 

are so unclear that no meaningful opinion could be formed (specify): 

See supplemental sheet for continuation of Box III. 1 . 



□ the claims, or said claims Nos. ____ are so inadequately supported 
by the description that no meaningful opinion could be formed. 

no international search report has been established for said claims Nos. 21-23 1-20,24-33 . 



2. A meaningful international preliminary examination cannot be carried out due to the failure of the nucleotide and/or amino acid 
sequence listing to comply with the standard provided for in Annex C of the Administrative Instructions: 



| | the written form has not been furnished or does not comply with the standard. 

| | the computer readable form has not been furnished or does not comply with the standard. 



Form PCT/IPEA/409 (Box III) (July 1998) 



m iS PAGE BLANKS 



L 



INTERNATIONAL PRELI 



RY EXAMINATION REPORT 




Supplemental Box 

(To be used when the space in any of the preceding boxes is not sufficient) 



Continuation of: 



III . 



1 . 



X 



•.Claims 21-23 in their entirety and parts of Claims 
1-20 and 24-30 



Claims 21-23 pertain to methods for treatment of 
the human body by therapy (PCT Article 34 (4) (a) (i) and 
PCT Rule 67 . 1 (iv) ) 

For the reasons given in Section VII, the claims 
and description do not satisfy conditions to enable 
meaningful international preliminary examination. 

Therefore, this international preliminary 
examination report considers only inventions presented in 
the description which satisfy the following conditions. 

• Substituent group A is an optionally substituted phenyl 
group or an optionally substituted 3-pyridyl group 

• m is an integer 0 to 2 

• R 1 is a C2 or C3 optionally substituted straight-chain 
alkylene group 

• R 2 is an alkyl group, -C(=R 5 )-R 6 group or -S0 2 R 7 group 
(where substituent groups R 5 , R 6 and R 7 ) are as defined 
in the claims. 

X Claims 21-23 in their entirety and parts of Claims 



1-20 and 24-30 X 



Claims 21-23 in their entirety 



and parts of Claims 1-20 and 24-30 



Form PCT/IPEA/409 (Box V) (January 1994) 



THIS PAGE BLANKS) 



I 



INTERNATIONAL PRELI 



RY EXAMINATION REPORT 



International application No. 
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V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



1 . Statement 

Novelty (N) 



Inventive step (IS) 



Industrial applicability (IA) 



Claims 
Claims 

Claims 
Claims 

Claims 
Claims 



7, 11-20, 26-33 



YES 



1-6, 8-10, 24, 25 NO 
7, 11-20, 26-33 YES 
1-6, 8-10, 24, 25 NO 



1-20, 24-33 



YES 
NO 



2. Citations and explanations 

This opinion is based on the following documents 
cited in the international search report. 

Document 1: J. Gieldanowski et al., Arch Immunol. Ther. 
Exp., 26 (1-6), pp. 921-929 
JP, 62-212378, A (Bayer AG) 
JP, 2-3678, A (Janssen Pharmaceut ica NV) 
FR, 2201080, A (Badische Anilin- & Soda- 
Fabrik AG) 

JP, 2-223564, A (Ube Industries, Ltd.) 
JP, 63-41471, A (Nippon Soda Co., Ltd.) 
JP, 57-134472, A (Hoechst AG) 

JP, 59-172486, A (Janssen Pharmaceut ica NV) 
JP, 56-10180, A (Hoechst AG) 
Document 10: JP, 52-51364, A (Hoechst AG) 
Document 11: JP, 52-17468, A (Hoechst AG) 
Document 12: JP, 51-54555, A (Hoechst AG) 
Document 13: JP, 50-37775, A (Egyt Gyogys zervegyeszet i 
Gyar ) 

Document 14: JP, 48-36169, A (Bayer AG) 
Document 15: JP, 48-23793, A (Imperial Chemical 

Industries, Ltd. ) 
Document 16: US, 3678041, A ( Etabl issements Clin-Byla) 
Document 17: JP, 6-220053, A (Fuji Photo Film Co., Ltd.) 
Document 18: N. J. Gailwad et al., Indian J. Pharm. Sci., 



Document 2 
Document 3 
Document 4 

Document 5 
Document 6 
Document 7 
Document 8 
Document 9 
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Internationa] application No. 

00/06185 



46 (5), pp. 170-171 (1984) 



Claims 1-6, 8-10, 24 and 25 

Document 1, abstract, Table 3 and page 928, lines 
13-14 , 'indicates 1 - that although thiazinocarbonyl 
derivatives shown in Table 3 have a weak antiinflammatory 
action they have a potent immunosuppressant action. 

Document 2, claims, page 25, upper right column and 
examples, Document 3, claims, page 14, lower right column, 
and examples, and Document 4, claims, page 4, lines 1-19, 
and examples, disclose thia zolidine-2-imide derivatives 
suitable for managing and preventing inflammation. 

Document 5, claims and Table 1, and Document 6, 
claims and Table 1, disclose thia zolidine-2-imino 
derivatives which are derivatives of aminopyridine and 
oxa (thia) zolidine respectively. 

Document 7, claims and page 9, lower right column to 
page 10, lower right column, Document 8, claims, page 11 
upper right column to lower left column, and examples, 
Document 9, claims, page 18, upper left column to page 19, 
upper left column, and examples, Document 10, claims and 
examples, Document 11, claims and examples, Document 12, 
claims, page 28, lower right column to page 29, upper 
right column, and examples, Document 13, claims, page 2, 
upper left column, and examples, Document 14, claims, page 
3, upper left column to page 4, upper right column, and 
examples, Document 15, claims, page 3, upper left column, 
and examples, Document 16, claims, page 1, lines 1-11, and 
examples. Document 17, claims and paragraphs [0014], 
[0015] and [0024], and Document 18 disclose pharmaceutical 
preparations in which the active ingredient is a 
thiazolidine-2-imino derivatives . 

Therefore, the inventions set forth in Claims 1-6, 
8-10, 24 and 25 are disclosed in Documents 1 to 18 and are 
not novel. 
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Claims 11-20, 27-33 

Comparing the inventions set forth in the claims 
above with the inventions disclosed in Documents 5 and 6, 
they differ in as much as in the former R 1 is a C2-9 
alkylene substituted with an alkylene, or a branched-chain 
C2-9 alkylene, whereas the latter do not have this 
chemical structure. 

Moreover, no document mentions that a compound 
disclosed in Document 5 or 6 or any other document acts by 
a mechanism involving an affinity for or agonist effect on 
cannabinoid receptor 2, and a person skilled in the art 
could not easily derive the inventions set forth in the 
above claims from the disclosures in these documents. 

Therefore, the inventions set forth in 11-20 and 
27-33 involve an inventive step relative to Documents 1 to 
18 . 

It should be noted that the present opinion has been 
arrived by using the results of an international search as 
defined in Section III and Section VIII. 

Continuation of the international patent classification 
(IPC) 

// (C07D4 17/12, C07D213: 36, C07D7 9:06) , (C07D4 17/12, 
C07D215:12, C07D279:06), (C07D417/12, C07D279:06, 
C07D333: 34) 
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VIII. Certain observations on the international application 



Tne following observations on the clarity of the claims, description, and drawings or on the question whether the claims are fully 
supported by the description, are made: 

Claims 1-20 and 24-33 

The technical feature of all of the inventions set 
forth in Claims 1-20 and 24-33 is compounds represented by 
Formula (I) or Formula (II) in themselves or the 
pharmaceutical use of said compounds, and the chemical 
structure common to the group of compound included in 
Formula (I) and Formula (II) reduces to the following 
partial structure. 

S 

- (CH 2 ) »-N = C 

\ 

N 

However, as the list of documents indicates, compounds 
having this chemical structure and pharmaceutical 
compositions using said compounds are well known; 
therefore, the technical feature is not adequately 
specified by this chemical structure, and the description 
only supports some of the wide range of compounds 
encompassed in this group of chemicals. 
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VI. Certain documents cited 



I . Certain published documents (Rule 70. 1 0) 



Application No. 
Patent No. 



WO 00/42031 A2 
IPX] ' 



Publication date 

(day/m ontfi/year) 



Filing date 

( day/monthiyear) 



Priority date (valid claim) 
(day/montfi/year) 



20 July 2000 (20.07.2000) 14 December 1999 ( 14. 12. 1999) 14 January 1999(14.01.1999) 



2. Non-written disclosures (Rule 70.9) 

Kind of non-written disclosure 



Date of non-written disclosure 
( day/m onil v\ -ear) 



Date of written disclosure 
referring to non-written disclosure 

ft day/m on ih/year) 



Form PCT/IPEA/409 (Box V!) (July 1998) 



THIS PAGE BLANK (uspto) 



T 



m w, -h & m 



PCT 

(£# 1 2 &ffi?T8iliJ£56&> 
C P C T 3 6 &JkX* P C T«flU70] 




tHfgAXIiftSA 

<Z>S^1S# 5 1 -0 6 0 3 4WO 


I PEA/4 1 6) Sr#fla-r5ifc. 


PCT/JPO 0 :/.0j6 1^8 5i 1 , 


(H.-Ji;*) 1 1- 09. 00 




iB»ft»« (IPC) Int. CI 7 C07D277/18, 279/06, 279/08, 417/12, A61K31/426, 31/541, 31/5415, 31/547, 

A61P13/12, 29/00, 37/06,43/00 U^T*^) 




t H j» X 8c ^ £ 





1. S^«**«Ba*s^Ufcw©BK^«*»^^**^«fl«57* (PCT 3 6*) OK^lCttV^ftTd. 

(pct^siJ70. i6;atf PCTMtettfl»ja5 6 o 



3. roSB5^#»3£«^ti, &tf>f*g^£^tfc 



I 




n 


□ 


m 


® 


IV 


□ 


V 




VI 




VII 


□ 


vn 





0 9.01.01- 


12. 0 9. 0 1 


H^SOTF/T ( I PEA/ J P) 
Sffi*-^ 1 0 0-8 9 1 5 


**fFJf ^« (t£fi&tf>fc£«A) 4 C 9 7 3 6 


©fg#^- 03-3581-1101 F*J*& 3450 



^PCT/IPEA/40 9 (1 9 9 8^7^) 



i 



THIS PAGE BLANK (uspto) 



* 



m&mmm^ pct/j poo/06 i 8 5 



1 . 



PCTSOW70. 16, 70. 17) 



(x) 



13 8 



|x| n&omm & 



1-2 6 



2 7-3 3 



□ mm 
mm 



m 



pct 1 9 3k<D&&zm<$zmiEztiizi>v> 

0 9. 0 3. 0 1 ttO»1B*#Kfiffl$*L*:'fetf> 



2. JblBC)ffi^#^comf§{i, T«in^***»^Sr»<«^ roiBaiO^R-CfeS, 



±lB<0«Ktt, TfStf>re^fc£ 



□ gRWfi<Dfc*IC«ffl;**lfc. P C TfcfllJ23. 1 (b) 9 88IR:£<£> TO 

□ PC TMy4& 3(b) fcv* 3 IN^HOtli 

□ mmt^. ^bbbfhw* (straws) «Mic«ffi$nfc»ffii-J:*aaa?ij* 



□ wmw m 

□ it *<o&® m 

□ mm mm<om 



ti*<DX\ ZOmjE&Ztltefr^ithOb Ltfffllclfc, (PCT^.IiJ70.2(c) COttE&^tfgEL^xJBtttti: 



^PCT/IPEA/40 9 ($11) (1 9 98f-7^) 



) 



THIS PAGE BLANK (usero) 



mmftm&J? pct/ jpoo/o6i85 



(x) M*«>ttH 21-23Q£fr l-20,24-33<P—gP 




|x] n©aRW«Xtt»*«>ttBB 2 1-2 3 tt, SR^ffl««ri-5r.fc«rSU*V^ 

(PCT34*(4)(a)(i), P CT«IU67. l(iv)) 



[Xj ff^(D^IS^U<«lil® (^(C^-T^) XttS3ft0>*SH 1 -2 0, 2 4-3 3 © 

IE***, ^WflTe JUMriaW-CiJP-CfcfcV* (*ft:WJ-ia*i-6wt) . 

•R 2 |j:7;^S, -C (=R 5 ) -R 6 X. X(i-S0 2 R 7 I 

(r 5 , R^^R^^amso^a^it^MfciB^oaOo ) 



S it^^S 21-23Q-£fr RU* 1-20, 24-33g>-gg HoV^T, BRMJEtt**<fM£JVCV*&V\ 



^PCT/IPEA/409 ($mffl) (1 9 9 8^7^) 



THIS PAGE BUNK (osPTo, 



ft 




mm&m&%- pct/ j poo/06 1 8 5 



v. mm&* m&&xnmm±<vmm-*immz<>\,^x<D&$5i 2& (pct3 5^(2>) \zt£*>z&m. 



mim. (n) 



7, 11-20, 26-33 



1-6, 8-10, 24, 25 



5i*tt (I s) 



7, 11-2 0, 26-33 



1-6, 8-10, 24, 2 5 



MJiosRiffiBnett (i a) 



1-20, 24-33 



2. XSfcfttffcB (PCT^ij70.7) 



JCffil : 
3C&*5 

:£fSfc6 
ASUO 

3a®a6 

3Cfifcl7 
3t§fcl8 



■e§lffl*i^fcKTojtlttKa6<5v^ 

Arch. Iramunl. Ther. 



Exp., 26(1-6), 



J P 
FR 
J P 



GIELDANOWSKI, J. , et al. 
pp. 921-929 (1978) 

JP 62-212378 A (^^-WWt>/t7» 

2-3 6 7 8 A (^*tVty*7T-^a-f**t-Aa-k* •7xV;-h^ty7* ) 
2201080 A (BADISCHE ANILIN- & SODA-FABRIK AG. ) 
2-223564 A (^£Cf|jS#c5^*±) 

a (s*wmm^m±) 

6 A 0>* tVty • lj-W3~f% • t-Ap-t 
A K;h7^jr*t»t7f) 
Mxf-T^f-xyrt^Wh) 

(^h-7?f-x>rt»t7h) 
U } 7* . Jr • >f ^* * HM • J Sr? h* ) 



P 
p 

P 
P 
P 
P 
P 
P 
P 
P 
US 
J P 

GAILWAD, 
(1984) 



3-41471 

7— 1 3447 
9-17248 
6-10180 
2-51364 
2-17468 
1-54555 
0-37775 

8- 36169 



7*W-l*tjr7" ) 



A 
A 
A 
A 
A 
A 



8-23793 

6 7 8 0 4 1 A (Etablissements Clin-Byla) 
6-220053 A (M±W7 >f /U^flc^tt) 

N. J., <?£ ai. , Indian J. Pharra. Sci. , 46(5), pp. 170-171 



O!»3ft0>fl6H 1 - 6 , 8- 1 0. 2 4. 2 5tCOV^T 
TV^ 0 



TOCT/IPEA/409 (35 V*) (1 9 9 8¥7£) 



W S PAGE BUNK.*™ 



• i — • 

tslre s^wwt pct 



P L CT/JP00/06 1 8 5 



vi. hzn^mxifc 



1. *>6tt«>^Stlfc5:# (PCT*WU70.10) 

tti®## 2r*nB W®b «fts (^r«i<c*4fe*<o^«) 

' ! (B. jL g) . (B. gj [ B ♦ fi) 



WO 00/42031 A2 20. 07. 00 14. 12. 99 14. 01. 99 

rpxj 



2. mmz£ZM7F&>H-<DM7F (PCTSUHJ70.9) 



1 



TOCT/IPEA/40 9 (S&VIffl) (1 9 9 8^7^) 




THIS PAGE BLANK (uspto) 



• i — * 



T/JP00/06185 



v m<omz 

xmstDftmn&cDffim, m2M&±mRximmm. xmu<D^wmM<D^m, B3 
M&±m-m4n^±mRnMmm, xmi5<D<&vtm*<D%&m, m3WtE±mRum 
mm. xmi6<D^mtM<^mm. fin-imst/ii^ 5:^i7cD#fFis^<o^ 

B, [0014], [0015], [0 0 2 4] 0««WC^18{C{i, 

Lfc^o-C, If 3ft»ffiH 1 - 6 , 8-10. 24, 2 5 ^#3^W33CgU ^ L 

OII^CD^H 11-20, 27-33 ICO^T 

Mxztzt>(Dxhz> tiim^>hn^\ 

Lfc^oT, mikco^mi 1 -2 0, 2 7-3 31^51^(1, ;$C$U:^L180 

omm&m-ftm. (ipo y 

//(C07D417/12, C07D213:36, C07D279:06), (C07D417/12, C07D215:12, C07D279:06), 
(C07D417/12, C07D279:06, C07D333:34) 



«SPCT/ I PEA/4 0 9 (ttJtffl) (1 99 8¥7fl) 



THIS PAGE BUNK (uspto) 




mssmiHS-s- p'ct/j poo/06 i 8 5 



Olt*<^^IS 1 - 2 0 , 2 4- 3 3l:oV^T 
IfjftOieH 1-2 OMtffc 2 4-3 3 ic*^-53§Wi, Vi" ttfcsStt)^ L < tt5£ 

ir-r-s'bco-t-fe-So ttt, ^(i)w^(ii)^*n5fb-a-w^*3(t^*iibfc 

s 

/ 

- (CH 2 ) m -N = C 

N 



SKPCT/IPEA/4 09 (IVlfl) (1 9 9 8*7fl) 



i 



THIS 



p*GE BLANKS 



PCT/JPOO/06185 
B*®*$ifrr09.03.01 



in 35 *i o 

5 25. ft&mmm*mm? %tz&vm&(D&Mm imn^m^^m^mmo 
2 6 . f g&femm*m7&'t. ztz&vm&v&mm immM<Di^%)<D&mo 

2 7. R 1 i^TJV^\y>^mm^ntz^mm2^9(Dmm^T)V^-\y 
X(iK^S2-9cO^Stt©r;i/^rl/>-t:fe!9. R 2 #j£:-C (=R 5 ) - 
R 6 (5t«J^ R 5 (iOX(iS^^t)L, R 6 ii7ii/^ik r^n^s^ r;i/*;v^ 

ft^nt^tfecti^^;^;^^, iftsnt^t t> J; vat ^ J . 

7;vn^r>>7;^;K r ;v * ;i/ * r ;i/ * ;k xiig^nr^T ^ y 

2 8. (Bin) 2 7Stie«<Mb^feK ^o^n^^, ^n*> 

20 CDgMSI^£^o 

3 o . (aiiw) #>^-tfy ^ k 2 g«#fistttt-c&aiii#a>«6HS§ 2 8^sb« 
3 1 . (iiio) fo&mm-e$>zm&<Dmmm2 s mmmcommm^o 

25 3 3. (iiira) Wlft^*9Jt?*>^IS*:©«BH»2 8«B3*OEm: 



144 




THIS PAGE BLANK (usptoj 



EP 




4$ u^F 



t> & m 



& 



PCT 



(PCT18^ PCT&H'J43, 44] 



(nmmtt^ '■' ' '51^06034W0 


^^^tl^Ot^rti, U^^^^^ii^ii^^(PCT/ / I SA/2 2 0) 


,PCT/J F 0 0/0 6 1 8 5 


ta.n.m n. 09. oo 


(B.£.¥) 14.09.99 


MIA (ft^Xii^f*) 



1. iOIi^wSi 

2. [x] W*<oBBlO-JB5W»!aE* s "C#<tv* (* I flW#!S) o 

3. □ ?i^(DM^jioLti^ (S5nna^|ffl) . 



4. ss^co^ffcr* 



[xj aiSiA^fiiaiLfc'bwS:*l»i-6, 



□ ^ni^$nri^i:9!:, ft«T&H'Jf547& ( p c T&HIJ38. 2(b)) ©a»:J:9 

□ ttiS5Aliia£^£fca*ofc 0 



tMFCT/1 SA/2 10 (fH^-^) (I 9 9 8¥7fl) 



THIS PAGE BLANKS 



i 



Hl^t±J^#-^^CT/'J FOO/06185 



ifc35 8&35 3JS (PCT l 7^(2) (a)) !> . c <o[lffin£tt£tt&0»aA^ -t 9 Wtf^ftRflo-Wco^Tfts 

1. [x] ffl*<Pfflffl 2 1-23 IS, ^OB»»l*«H* s W*fr^5wt«:5!U*i**(c«5t>0"Cas,5. 

'■(P J GT;l:,74(2),(a) (i) % PCTSW. l(iv)) 

2. (x] SfrftcftffiilS 1-20,24-26 tt» tMiiSHtttSlt^ttatti^OSfrMfcU 



1. □ ffi«A#iMWiiJ!inW^ -OH»«38E«^tt, t^toigi^/i!^ 



4. □ MfA#*&f^jriiJJDl8^ ra>SB»«a!E«ftl±, fa#tf>fa(ffla>fltf/Jl::3&i|fc 



□ ^jD^^^^co^ftf^^icajsiAJi^^is^sir^foo^ 

□ ii;jpi^^^o^fi-t^tcaiPA^-b^is^^T^^^^t 0 



iitPCT/ISA/2 10 (SBl^-S^tt* (D) (1998¥7^) 



V 




CT/J P 0 0/0 6 1 8 5 



(iiI«2icov^t) 

fi*0C>$G(l 1-2 0Mt>*id2 4- 2 6 ^fHtSd)^ L- < fiztttl) ± 



(CH. 2 ) ra -,N = C 



\ 



N 



R 2 {iT^^^S, -C (=R 5 ) -R 6 £. Xli-SOiR'l 



liCPCT/l SA/2 10 (WS'J^-vO ( 1 9 9 8^7^) 



THIS PAGE BLANK <Mwn» 



fate* 



mmmm^^cr/ } poo/06185 




Int. CI 7 C07D277/18, 279/06, 279/08, 417/12, A61K31/426, 31/541, 31/5415, 31/547, A61P13/12, 29/00, 37/06, 43/00 
//(C07D4 17/12, C07D213:36, C07D279:06), (C07D417/12, C07D215U2, C07D279:06), 
(C07D417/12, C07D279:06, C07D333:34) 

m&z'n^t^'wmw mmm^m (ipoi 

Int. Cl 7 C07D277/03-277/18, 279/06-279/08, 417/12, A61K31/426, 31/541-31/5415, 31/547, 
... A61P13/12..29/00, 37/00-37/06, 43/00 



CAPLUS (STN) , REGISTRY (STN). , WPI (DIALOG) , J ICST (JOIS) 



^\mxm<o 



x 

A 



GIELDANOWSKI, J., et al. , "PHARMACOLOGICAL ACTIVITY IN THE 
GROUP OF NEW SUBSTITUTED THIAZ0L0ACETIC AND THIAZIN0CAOROXYL 
ACID DERIVATIVES", Arch. Immunl. Ther. Exp., 26(1-6), 
pp. 921-929 (1978) 

JP, 62-212378, A (s<4 • T 2 fxy^if ;Uv"¥ 
7 h) , 18, 9fl. 1 9 8 7 (1 8. 09. 8 7), 

& DE, 3632042, A, & EP, 240680, A, & US, 4771062, A 



1-6, 24, 25 
7-20, 26 

1-5, 2 4 
6-20, 25, 26 



[x] cm<nmz^ijxm>w&£}xx\,^, 



B£rL< (ifthcom'J4^*^?it3i-r5^^^^lffl-r6 



rxj tt',^mm<Dhz>X1&x&><?x. ^l%X$k<DZhX%tW 



2 7. 11. 0 0 



12.12.00 



e^m^aw (I S A/ J P) 
S5fiES^-l 0 0-8 9 1 5 



4 C 



9 7 3 6 



03-3581-1 101 f*J*& 3 4 5 0 



MPCT/ISA/2 10 ( 1 9 9 8^7^) 



THIS PAGE BUNK (uspto) 



C (ffc#) 



ECT/J P 0 0/0 6 1 8 5 



x 



X 
A 

X 
A 

X 
A 
X 
A 



X 
A 



7 7— -Vi/ a.— ^jl • -f-— 



J P, 2- 3 6 7 8, A (v-^^iTV 
J*u— fef • 7^ is J— Y is-f <y-7) , 
9; 1 ^. 1990 (0 9. 01. 9 0), 

& EP, 331232, A, & AU, 8930739, A, & NO, 8900813, A, 
& DK, 8900918, A, & PT, 89875, A, & FI, 8900931, A, 
&>CN, 1036569, A, & ZA, 8901547, A, & IL, 89426, A 



FR, 2201080, A (BADISCHE ANILIN- & SODA-FABRIK AG.), 
26. 4fi. 1974 (2 6. 04. 7 4), 

mm^mm, sg4 h i*t-j^5H3?t, 

& DE, 2114097, A, & GB, 1402103, A 

JP, 2-223564, A (^IfmStfczt^tt) , 
5. 9^. 1990(05. 09. 9, 0), 

& EP, 356158, A, & ZA, 8906308, A, & US, 5073558, A 

JP, 63-41471, A (H*WJt#5££tt) , 
2 2. 2M. 1 9 8 8 (2 2. 0 2. 8 8), 

JP, 57-134472, A (^-^r^ h • 7^f"xyy-t?/U^ir 
7H , 19. 8^. 1982 (19. 08. 82), 
4WM#<B$&H,' »9H*Tffi-fSlOH*Tffll, &EP,55458,A, 
& DE, 3049460, A, & NO, 8104468, A, & DK, 8105811, A, 
& FI, 8104175, A, & ZA, 8108968, A, & US, 4421757, A, 
& IL, 64653, A, & ES, 8305342, A, & ES, 8308549, A, 
& ES, 8308550, A, & ES, 8308551, A, & ES, 8402829, A, 
& CA, 1173836, A 

J P, 5 9 - 1 7 2 4 8 6, A (v^ >ir > • 7 7 iz^—^^o 
. -)r— M,u— if • 7=c — H is* , 
29. 9 8. 1984 (29. 09. 84) , 

WFMf#<0«H. mnm^±m-iETm. nmm, & ep, hsi38,a, 

& AU, 8425097, A, & NO, 8400735, A, & NO, 8702221, A, 

& NO, 9000396, A, & DK, 8401070, A, & DK, 9100783, A, 

& DK, 9101088, A, & FI, 8400781, A, & PT, 78156, A, 

& ZA, 8401449, A, & US, 4619931, A, & IL, 71066, A, 

& CA, 1271194, A, &■ JP, 5-246999, A, & ES, 8505364, A, 

& ES, 8506007, A, & ES, 88507541, A 



1~5, 2 4 



6-20, 25, 26 



1-5, 2 4 
6-20, 25, 26 

8-10, 13 
11, 12, 14 

8-10, 13 
11, 12, 14 
1, 2 
3-20, 24-26 



1, 2 
3-20, 24-26 



i^PCT/ 



ISA/2 10 (tH2^—^<Dm^) (1 9 9 8¥7^) 



ft 



"•IS PAGE BUNK (uspto) 



c 



m 



CT/ J P 0 0/0 6 18 5 



X JP, 5 6- 1 0 1 8 0, A (^^-x h • TP ^ — xy^f/^>t 

7h) , 2. 2^. 1 9 8 1 (0 2. 0 2. 8 1) , 

& DE, 2926771, A, & NO, 8001995, A, & NO, 8404120, A, 

& EP,. 2 3.964, A, & DK, 8002865, A, & FI, 8002094, A, 

& ZA,"8003979, A, & US, 4346088, A, & CA, 1156240, A, 

6 IL, 60468, A, & IL, 70114, A 

X J P, 52-5136 4, A (^=*r 7 h • T ? V^if jV 

7 h) , 25. 1977 (25. 04. 77), 
A ¥ff?^#:<Dffiffl, HJSR & BE, 847352, A, & DE,2546165, A, 

& NL, 7611159, A, & SE, 761.1504, A, & NO, 7603502, A, 

& FI, 7602920, A, & DK, 7604640, A, & FR, 2327778, A, 

& US, 4083979, A, & AT, 7902625, A, & AT, 7607655, A, 

6 GB, 1563323, A, & CA, 1083581, A 

X J P, 5 2 - 1 7 4 6 8 , A (^=^r^ h • T $ *f— ^stfMfls*/^ 

7 V ) , 9. 2R. 1977 (09. 02. 77), 

a m$m-&(omm> m&m, & be, 844666, a, & de, 2533821, a, 

& NL, 7608206, A, & SE, 7608545, A, & NO, 7602625, A, 

& DK, 7603404, A, & FI, 7602140, A, & FR, 2319345, A, 

& US, 4061647, A, & GB, 1522107, A, & AT, 7605555, A, 

6 IL, 50146, A, & CA, 1077492, A 

X J P, 5 1 - 5 4 5 5 5, A h • T 2 ^tfM JVi/^T 

7 b) , 13. 5M. 1976 (13. 05. 76), 

a mm^rnrn, m28M^rm-m29M^±m t mmm, 

& JP, 52-83511, A, & NL, 5708848, A, & BE, 831794, A, 
& IL, 47779, A, & DE, 2436263, A, & SE, 7508476, A, & PT, 64112, A, 
& NO, 7502636, A, & DK, 750340, A, & FI, 7502131, A, 
& FR, 2282882, A, & ZA, 7504772, A, & DD, 1211 12, A, 
& US, 4061761, A, & US, 4125614, A & GB, 1513948, A, 
& CA, 1054596, A, & CH, 617431, A, & CH, 623316, A, & CH, 624677, A, 
& CH, 624678, A, & AT, 7505770, A, & AT, 7707817, A 
& AT, 7707814, A, & AT, 7707815, A, & AT, 7707816, A 

X J P, 5 0 - 3 7 7 7 5, A b >\> ¥ ^ *c*-71? 

, 8. 4R. 1975 (08. 04. 75), 

a mm^mm, f 21, & nl, 7409315, a, 

& DE, 2433104, A, & SE, 7409092, A, & DK, 7403740, A, 
& DD, 112452, A, & FR, 2236495, A, & CS, 7404954, A, 
& GB, 1467385, A, & AT, 7404954, A 



1, 2 
3-20, 24-26 



1, 2 
3-20, 24-26 



1, 2 
3-20, 24-26 



1, 2 
3-20, 24-26 



1, 2 
3-20, 24-26 



MPCT/ISA/2 10 (S5 2^-^^#) ( 1 9 9 8^7^) 



THIS PAGE BLANK (uspto) 



C («E«) 



CT/J P 0 0/0 6 18 5 









1 X 
A 


J P, 48-36169, A (^x/V • T 9 ^^XfUfri/* 3 ? 7 
h) 28 5 M 1973 (28. 05. 73) 

& JP, 48-36168, A, & BE, 788743, A, & DE, 2145807, & R0, 68389, A, 
A,& NL, 7212419, A, & .ZA,. 7206271, A, & FR, 2154512, A, . 

o r\r\ ■ i 'Aonnn a o r\ r\ i nrror^rv a o a~> d i ottocc a o da q a <~i A"7 a 

& DD, 103898, A, & .DD, 105990, A, & GB, 1377265, A, & RO, 84z47, A, 
& US, 3860590, A, & AT, 7402318, A, & AT, 7402319, A, 
& SU, 455544, A, & CH, 569724, A, & CH, 587258, A & SU, 439988, A, 
& SU, 505363, A, & SU, 556728, A, & R0, 84248, A& R0, 68372, A, 
& IL, 40338, A, & CA, 1007638, A 


1, 2 
3-20, 24-26 


X 
A 


JP, 48-23793, A W^!j7^ • • 

27. 3J3. 1973 (2 9. 03. 7 3), 

4#mt#£>$5B, & DE, 2236970, A, 

& BE, 786416, A, & FR, 2147214, A, & ZA, 7204731, A, & SU, 847915, A, 

& DD, 103645, A, & GB, 1351031, A, & US, 3845070, A, & US, 3925440, 


1, 2 
3-20, 24-26 


X 
A 


US, 3678041, A (Etablissements Clin-Byla) , 
18. 7fl. 1 9 7 2 (1 8. 0 7. 7 2), 
WfFrt^^tEH, fglffiU -llff, USSR & DE, 1770583, A, 
& BE, 716140, A, & AU, 6838776, A, & ZA, 6703535, A, 
& ZA, 6803535, A, & CA, 897687, A, & GB, 1224546, A, 
& US, 3678041, A, & US, 3704296, A, & FR, 1604530, A 


1, 2 
3-20,24-26 . 


X 
A 


JP, 6-220053, A (S±^*^ >f /^t^^tt) , 
9. 1994 (0 9. 08. 94) , 

#mf*^Ki, [0014], [0015], [0 0 24], 

& US, 5476945, A, & US, 5618831, A 


1, 2 
3-20, 24-26 


X 
A 


GAILWAD, N. J., et al. , "Subst i tuted-4-Thiazol idinones as 
Anticonvulsants", . Indian J. Pharm. Sci. , 46(5), pp. 170-171 
(1984) 


1. 2 

O OA O A OC 

o~ZU, Z4-ZO 


PX 


WO, 00/42031, A2 (BAYER CORPORATION) , 
20. 7 J?. 2000 (20. 07. 00), 
WrTpI ^K^$Glffl, & AU, 2000z70o /, A 


1, 2,8-10, 
13, 15 


A 


JP, 11-80124, A (H#fclf :iMt*5£#*t) . 
26. 3. 1999 (26. 03. 9 9), 
& WO, 99/02499, Al, & AU, 9881279, A 


1-20, 24-26 


A 


MUNRO, S. , ^7., "Molecular characterization of a 
peripheral receptor of cannabinoids", NATURE, 365(2), 
pp. 61-65 (1993) 


1-20, 24-26 



iitPCT/ 



ISA/210 (S5 2^-^Wtt#) (1 9 9 8^7^) 



• ♦ 




THIS PAGE BUNK (ospto, 



09) n&toftmGmmM 
m&mmm 

(43) 1MB 
2001 ^3 M 22 B (22.03.2001) 




PCT 



lilillllllllllH 

(io) mm'AMm^ 
WO 01/19807 Al 



(51) mi&ttfcftm 7 : C07D 277/18, 

279/06, 279/08, 417/12, A61K 31/426, 31/541, 31/5415, 
31/547, A61P 13/12, 29/00, 37/06, 43/00 // (C07D 417/12, 
213:36, 279:06) (C07D 417/12, 215:12, 279:06) (C07D 
417/12, 279:06,333:34) 



(21) m&mmm^: 

(22) Sf&Eii^B: 

(25) m&ftm<nwt%<. 

(26) mf&'jkmo>wm<. 

(30) gfcjf^-*: 
11/260780 



2000 *£9 




1999^9^14 3(14.09.1999) JP 



(71) ffiKAf*H*»<±TflD»MlzoivC;:tt»* 
©3g**5££*± (SHIONOGI & CO., LTD.) [JP/JP]; T 

541-0045 *BEJ&*BKHi**EiH£»r3Tg 1#8-^ 

Osaka (JP). 

(72) mwm ; &<t:it 

(75) ^Mf/aiIA^ii:O^t0^: 

(HANASAKI, Koji) [JP/JP]; T 553-0002 *BRJfr*B5 

Tfi4gaEHjW5TS i2#4-^ mm&&mfcj£^i±to 

Osaka (JP). ft^^B (MURASHI, Takami) [JP/JP]. *F 
(KAI, Hiroyuki) [JP/JP]; =r 520-3423 ^Mll^ 



S SB^SI PTOSES 1405#ife tt5*SM*3£ 
ttF*i Shiga (JP). 

(74) ftSA: UUrt^H. #(YAMAUCHI, Hideaki et aL); 
T 553-0002 ABR)SAB5rff*i&IZS2W5T g 12#4-^- Jfi 
IWSiR4*a£4t ftDttttSffi Osaka (JP). 

(81) |t£H fSFty: AE, AG, AL, AM, AT, AU, AZ, BA, BB, 
BG, BR, BY, BZ, CA, CH, CN, CR, CU, CZ, DE, DK, DM, 
DZ, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, 
IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, LT, LU, LV, 
MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, PL, PT, 
RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, 
UG, US, UZ, VN, YU, ZA, ZW. 

(84) ARIPO 1f fr (GH, GM, KE, LS, MW, 

MZ, SD, SL, SZ, TZ, UG, ZW), i — ^ *>T4#fr (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 — □ V 
(AT, BE, CH, CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, 
LU, MC, NL, PT, SE), OAPI ftfr (BF, BJ, CF, CG, CI, 
CM, GA, GN, GW, ML, MR, NE, SN, TD, TG). 

- MHIftM 




= (54) Title: 2-IMINO- 1 ,3-THI AZINE DERIVATIVES 
H (54)^^flD€^: 2-^Sy-l 3 3-^7v>^(* 



< 
ON 



§ (CH 2 ) 

1 




(i) 



represents optionally substituted aryl, etc. 



(57) Abstract: It is found out that 
compounds represented by general 
formula (I) bind selectively to 
cannabinoid 2 receptor (CB2R) and 
thus exhibit CB2R antagonism or CB2R 
agonis wherein R 1 represents optionally 
substituted alkylene; R 2 represents 
hydrogen, alkyl, a group represented 
by the formula -C(=R 5 )-R 6 (wherein 
R 5 represents O or S; and R 6 represents 
alkyl, alkoxy, alky 1th io, etc.) or a group 
represented by the formula S0 2 R 7 
(wherein R 7 represents alkyl, etc.); 
m is an integer of from 0 to 2; and A 



WO 01/19807 Al IMlMHjjjjjjig 



(57) mm-. 



3$ ( I ) X^Zi\Z,*%Wft-&®#. i3S±\ZS4 Mgg* ( C B 2 R ) \Z 
U CB2R7>JJ = XH|!fliifeBCB2R7d = ^H|!flt 



(CHa) 

0 




a) 



5£ : - C (=R 5 ) - R 6 (5£<K R 8 liOXttS ; R«il7)VW, 7*3*S/ % 
7******) -emUiiHt. XttSt: -S0 2 R 7 R'I47* + ^) 



WO 01/19807 



PCT/JP00/06185 



mmm 

5 teffifrm 

10 Tf^&ffi 

5 c: £#$31 e>ntl>S #x £5>H^ Hypertension (1997) 29, 1204-1210 Cte, 7" 

*»M#JI. fct&ffifl^. mmWm^mt Z. t±fit> fritz (Nature, 1993, 365, 
25 61-65) o 



1 



WO 01/19807 



PCT/JP00/06185 



ft<, ftltflMfl, M»kLt«»jnT^8 (Nature, 1998, 349, 

277-281)o 



uit >r v-r > k u j >mm& (w 097/29079, wo 9 9/0 

2 4 9 9 ) , kr^^-^BUff (W 098/41519) ft if #*n *> ht ^ Z> 0 
2-f 5^-1, 3-*r^>#***r«*ll«fl5^*Ctt»4fls« 
C fc#»!&ftT^S (tSWHB 6 1 - 6 5 8 9 4,^HHS6 2 - 2 9 5 9 4 ) Q 
10 L^U 2-^^y-l, 3 -?Ti/>mMH£* s lJ>i-V J 4 t 5 2§gi*r > 

15 £*1"££rgi&fb^$li: LT, 2-^^-1, 3 - S> Jiffi 
1) * (I) : 



-C ( = R 5 ) -R 6 (st** R 6 ttoxttS u R a ttr/i/*;K 




2 



WO 01/19807 




PCT/JP00/06185 



2 ) 5£ : 




15 ^tlt^t^^^T'J-^^^^v > ^ D TJVlcJVs ^D^>x tFD^ri/, — 



WO 01/19807 



* 



PCT/JPOO/06185 



3) *>^-hfy^ K 2 4 ±»1) Xtt2) HttaBXttJfttt. 

4) -f K 2 5S#fM!ltt-C»4±«B3) tBttttEXttAIlK 
5 5) |*ifcffifflT?ifc*±I33) IB«®E38»$«K 

6) <fc£#Pftj^-?:&£±f3 3 ) 8Btt0E38fi/S«K 

8) S (ID : 



10 (SfU RHiHtftSnT^Tfe *t>7/1/*l/>fc*feU R 2 & ^ : - C ( = R 
7;i/3*S/7/l/*/K xttH»$nt^-ct)ct^ 

15 r U7j^;v$a^t ) -e^2ftss, xas : -so 2 r 7 R ? ar 




GO 



4 



WO 01/19807 



PCT/JP00/06185 



5 ttSC : - c (=0) -R H (R H «*^. BftSnt^tfeiMTU- 
;k xttHlfe^ttTv^T* <t^*«fiRfil«s;S) T^^n^>s*^^>-r^, 

§K«it£3»*3l;b-r) T-^^n^Yb^fe> ?<Z)7DF7y^ ^*x£>©S!£3j£±fF 
9) m# 0 Tfc£_tg38 ) »«<Z>*b^*K ?07DF7^, ^ft*>£>§£3g± 

i o) R 1 ^r;i/^w>T-®Jfe^nT^Tfe^^^m^2-9cDii^«x«^ 

1 1) R ^7>il/^l/ >t:Stfe^n^:J^^I$2 - 9 © ifi Si tfc © T ^ * U X 
l±K*»2-9©^«tt©r^/*V>-Cfc*±IB8) - 1 0) <DO-ffta>£IB« 

20 l 2) R 6 #r;i/^*^xter;v*;v^:*^;& R 7 #SJ&i* nr i>t *> £^ 
7 U — ;i/ ±IS 8 ) - 1 1 ) cD^-rn^iciBm^-fb^^i. -e07D 

l 3) R 3 &£tf R 4 #^ft^ft&:£bT7kfii. t;i/*;k r;i/3^>. xiir 

25 2 ) O^f ft^lCgB^to^^ *©7DF7?f^ £><z>Mig±8f^i*ft£ 
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14) R 1 3^2 f 2 -VtTfr b U ^f"l/>> 2, 2-«;xf;VPJ^f l/>. 
2> 2 -x^U> b 'J *?U>s l-^^h'J^U>v2-^f;i/hMf 

2, 2-y-n-7Dlf;i/HJ^l/>s 2, 2-f^7 
pC^l/>h»;^f-l/>x 2, 2-'<>*;<?*l'>b , Jp<?-l/>, 1» 1 ~ ¥ * 
5 ;i/X^U>, Xtt 1 -^f^xf l/VffcD, R 6 #M5^K xf;K n-^P 

n-i/b*^ x^;v^^s n-rnwt i -roi;;!/^** 

sec -^^afx ^>^;v^2l\ ^K^> 

iKi/^fiW ^^;i/f-^^^;i/s x^;v^*^;w Xttx^vr 
10 ut-fe^ r 7 #^?-;k 4-b»;;K 4--Fd7i-;k 3-- 

**-;i/:7xx;K 2-^xx;k Xli 2 - ± y t> > R 3 ^7k^> 

x?.;^ n -7nlf;K i-7DU;K n-7f ;W i-T^K sec-:/?- 
;W t > b*>^ x^^X n-r/n**$/. i -:/D#*S/. n- 

x^;i/*^;i/T =; J > 7n^jMfii/7;A 7xx;k 7x;tx yy%, 

jgjjt, *SL xhD, h>j7^0^ik ^7J^n^^rX bU7^*D 

20 x^>x;i/7>fxjK * * x^ >*;i/*x;k r-brf^K ;*b* 

l b*5/x*-;K t^^'J/^ trny^y* t:^ 

2 -#*y tTD U l h*W ^ yx^;i/, xtt***»J 

R 4 #*fit> *?;w x^;k 7^^. - f^ b * 
fy. XttxF*^*^ XttR 3 »tfR 4 #-&£ftoT-0-CH 2 -0-£ 

138) iB®<zMb<&tK ^©7op7^s tn&osj^wssftaSN 
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15) ±138 ) ~ 1 4 ) (D^TtlfrlCV&moib'&to. Z<07U Y 7 y V ^ Zti 

1 6) *>±VJ<{ Y 2g:g#Si*n14T-;fc%±13 1 5) 13® © EJKffiJftl^ 
17) * >± try >f K 2gS«:f^«rtt-e*-5±e 1 6 ) £tt<Z>EMJft«k 
1 8) HfcJfcffi»T!*4±«B 1 6) gBttOEXttJftfe* 

1 9) ftft»«i*f-c&«±aB i 6) sttoEXttjg&fes 
20) f8^tg*S!n?fc*±iB i 6 ) mm<Dmmmi&vo, 

2 i) ±i3i) mm®mmmf&vo&ik j 5--t z z h-^^^h-r^^.m.omm^m, 
2 2 ) ±g3 1 ) mm, vmrnm & z z rsaftwsiossu 

2 3 ) ±13 1 ) E«fflEMffl«i§a4t5c:J:SttitSf^ffl?giSffi, 

2 4) tfc&)ffig!l£§mf ££#©±13 1 ) I3«CD-fbl§r<89CD<£SK 

2 5) &-gffl#J#J£®!;i§-f 3fc«>©±BB 1 ) 33«©fti^1$9©{£ffl. 

2 6) ^^rg«ts!l4S{jii--5fc«>©±SB 1) I3lK©^€r^I©ffiffl. 

A (i) StfS; (i i) ^s*Sft*fc^*©;£«*ffiffl3ixs»E©Sti*Ss 

20 r 7 ;^u>j tMt % J^*&2~1 0©ifi*ttXtt#tttt<D7'>l/*U>**ni|e 

0J;L«* i^-l/>, 1 -jl fA-if P 1 -x.*-/|,x.*-U> % 1, 1-^ 
^5=-;VJt^W>, 1, 2 -^^^;i/x.^- 1, 1 - jl^-^ol^- V 1, 
2 - U 1 2 - p< V h'J/?l/>, 1- 

25 1, 2 - h ^ U 2, 2-^^f^h')^fU>, l-^^-JUh 

"J^^-U>> Z-ifAh'J^f-l/y, 1, 1 - yifA h >) * 3- U >, 1, 2 

7 
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-^ifJl/MJ^fWA 2, 2-yx**h y**i/>, 2-xf-;b- 2 

h^;*^l/>, 1, l-y^^7h7yfU>, 1, 2-^^Jbfh7^f 
l/>, 2, 2-y^;i/rh7^fl/ s A 2, 2-^-n-7Dtr;i/hU^^l/ 

2-^f;vh'J^f h'J^f l/>, 2, 2 n-7D t?;V h V 

^D7;^;i/ («il^ ^^D^ntr;v, ^#d:/^;k ^^o^>f;K 
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>tI{ft^nfe7;i/^l/> (Wilis 2, 2 - Ji^U > h U p< 1/ > N 2, 2- 
htM^l/VhU^^U^ 2, l/>K'J^f l/>, 2, 2-^ 

*U> (ii«, 1, 2 h "7 *?-l/>x~?-U>, 1, 2-Ji^U>b';^^ 
1/ #S^£ft*o MfomtZi*. 2, 2 - Ji^W > h U ^^1/ 2, 2 - 

F'J^f l/>F'J^l/>, 2, 2-f>7^fl/>^'J^f l/>, 2, 2 

* 9- v > h y ^ ^ i/ b < . ^(r. 2, 2~^^i/>h'j^^-i^> x 

10 2, 2-fh7^f l/>h'J^f-l/>, 2, 2-^>*^^l/>MJ^^U># 

^ili, ^-^/i/. n-7B\fj»^ i-^Dhr;V, n-;T^;i/. 

15 ;K sec-:7^;K t-^^;V. n-^>^;K i-^>^;i/. neo-^> 
9- JV, n - ^\ f> ;i/ . n-^7f ;v N n-^T^^;i/ x n-y~;K n - ^ S> & 

mi&ttJlcte^ 3i n-7Dtf;v, i-^Dtf;i/ N n-;/^;K i- 

^ :nb*>>. n-^n^^r^. i-rn^^r>>. n-^b*^ 

i - ^ b 3r ;> , sec-^b*:^ t-^b^r^> N n-^V^V**^ n - ^ 
Z-isJls***/, n n - * * )V * * is ft £ frlgtf ft £ 0 & 

25 n-lTD**:^ i-7D#4^, n-:/b=^> N i - :/ b * ^ sec- 

^h^r>. t b bl^o 
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10 -tr^K ^W-oi^) «#*tf&n*o r \ J mommm^ifi. 

20 #ls ^VS?^ 7x-il/Xf^ 1 -7x^xf^ 2- 

rr^^*^**3/j fctt. IHKB^k^E r77jv^;vj #g&b£££& 
25 «U "OSJJi/**^ 7x^;i/x^^^> 1 - 7 xx;v 

X^***^ 2-7x-jl/Xf;^^r>» , 7x-;V7D#^^ 1 
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-y x. — )\,7u\Z)\/**i/, 2-7x-^7D ¥ )V * * ^ 3-7j^— jvT'ayz 

5 0J*«U :7x — ;i/:n^ 1 - 7 x — Jl/ x.*- ;i/ 

2 - 7 . 7x-;i/rnt?;i/f-^r l - ^ - 

;i/rDt:;^^, 2 - 7 x d tf;i/^^, 3 - 7x-;u7uif;v5 1 ^f ) , 
t7f;v^^j^^r (ixit 1 2 - ^- 7 3- )V * ^jv^ 

10 r 7 7;^ji/7^j ktt. aatB^fc^ffi rr5**;i/j #ixtt2«j» 

y l-7xz;i/7D^;i/7^s 2-7x-j^7Dt:jV7;y, 3 - 

7x^;i/y Dc;i//U) . -r^ ^;t/* ^;i/7- ^ y C^x.fi. i-i-y^)U*3- 
15 2 - t7f;M f;v7 ^ y ^f) . it'Oitivr * y mt*mtf t>tiz><> 

bfcS^^*L, yh^r>-^^;i/. xh^r>>^f;i/ s n-^D^^r^y 

1 b *->x?-;k 2 -y h ^r^x^JK 1 - h oi ^ ;i/ N 2-x 
20 b^rfyji^;i/ N l-n-7D^^S/x^;K 2 - n - 7 o # * > x^;K 1 - * 
F^y-n - 7D fcT;V x 2 - ^ b 3r > - n - 7 D fcT;K 3 - ^ b * >- - n - :T D 
t?;K 1 - :n b n - 7d If ;i/ N 2 - x b - n - 7 D tf ;K 3 - x b 3r 

- n - :TD hT;i/> l-n-7D^^r^-n-7Dt;i/ N 2-n-:TD#3r^- 

25 rr;i/^r;u^7rr;i/^;vj ±13 r>>;v*;i/j £±IB frZ-jv?-* j # 
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txf;K 2 -x^;i/^#x?-;v. l-n-7PW^if^ 2-n-7o 
5 tf-n-:7D tf;i/, 2-xW*-n-7D^ 3 - x^;i/^;T - n - :7 P 

15 x h*>>fc£#3M;f *>*l£o 

7 ij ;k 3-7 > f-xx;v (Wx.H> 2-^xx;k 3-^xx;v) , KD'Jil/ 

25 3-tr^7>;;v> 4-e^v*'j;i0 . b 'J7v 1, 2, 4-h 

'j7y-;i/-M;w 1, 2, 4-MJ7vnj-/u-3->f ;k 1, 2, 44'J7^;-;v.4- 
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y;i/) . («;tfc^ v y ;k 4-tf*i?-vf y ;k 5-**ifv 

y;iO . -fv** 1 ;^ (fliAiix a-^r v y ;k 4->r y ;k 5--f 

f7^; y ;w 5-^ v*t s J y , t: y ^ 2-t? y 3-tr y 

4-try^;i/) . try^^-;v 3-bry^^-;i/. 4-try^^-;v) . br 

y 5 y s 4- try 5 6-tr y s i?-*) , 7 

X.«. 2-^>V[b]7U^ 3-^>^[b]7'J;V, 4^>^[b]7'J;K 5-^W[b] 

6-^>i/[b]^ y 7-^> v/[b]7 y ;v) x ^>v^*3i — ;i/ 2- 

^ > V [b] ^ :£ — ;i/ . 3-^ > ^ [b]^- Jin;i/ N 4-^ > V [b]^:n — ;K 5-^ > V[b]f 

15 i-^> v -r ^ y*; y ;k m>^;>t ^^u;k ^>^;^;^^'j;k 

(#i;it£. 2^7^^'J^JK 5-*y 'J 6-* y * 1* y ~ ;i/ ) N >> > J 

y 3--> > y y 4-fy > y y — ;k 5-*> > y y 6->> > y 

•j^jk 7-2/ > y y — ;w 8^>;>j-;i/K ^±^/y;i/ wt^'j 

20 4-*^-\/y— ;k 5-*;*-^y-;K 6-*:*-^ y 7-*j-*/y-/K 8- 

* + y x *y y ;i/ (WZ\£. 2-*y y ;k 3-*y y ;k 4«*y y ;k 5- 
^7 y 6-*y y 7-*- y y ;k 8-*y y , *>*-;i/ 1- 

y * ^ 5-y * ^ ;w 6-y * ^ ^ - ;i/ ) . ^v^; y ;i/ (#J;U£ N 1- 

-Y v ^7 y ;w 3--r v*y y ;k 4->r v *y y ;k 5-^ v ^y y 6--f v^py 

25 y;u N 7--r v^y y v^y y , y v-fr 2- 
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*; y >>-;k 4-r^ y 9.7^ y y N j > h y (#j 

xtt. w > k y /k 2->r > k y ;v, 3--< > k y ;k 4->r > k y ;k 5->r > k u ;k 
6-f > K y ;k 7->r > K y ;v) x >f v-f > K y 7 (flxit 1-7 

2-7iyfr^;K 3-7xyf7^^;K 4-7 x y ^t^-ji) 
R 3 xiiR 4 ©^xDT»;-;i/h 3 -try uv> 0 R 7 

10 

A3®tt. rBasnx^T* J;^£Sfcjfc*Sgj xtt rg&^ft-c^Tfccfcu 

15 -t? >3R, ±7* l/>Jf#ff* LV^o 

fl$&«*8U-9©5S§3S*jftiftu Witt, 7^>, ^*7x>, KD-^ 

-f e^y-zK hUTy-;K fh7^-;K **-y-y-;K <v 

**y— f*7^;-^ f7^7^;v, -fv?7!/-^ try^>, try?* 

>x^y^;-;K ^^>v*77>, y ;w ^y^-y-yv, 

y y *-*-y y *yy>, y#?*JVs <<y*yy> N ry>. 7f'jy 
*;w^;-;k 7x^>hyy>, 7^j^>, -fy-f>K- 
jvitztt? ^i-isym&mf *>ft£o ftic, tr y y > N *y y > N -f y*y y > 

25 #ff£L^o 
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^7^/ N Bft$tiT^tt)ctt>7U-;i/, ■ftsnt^tfeiv^7'j-;i/#* 
dt^I/*^ ad^>, tFo^ri/, ^hn, ;\d7;^;k ^D7;i/ 

;i/s 7;i/^;i/^;i/7>r^;i/, T;i/3r;i/x;i/* - ;k t ;i/ :=r r ;i/ 3r ;k r;i/^r 

10 ;i/^^T T)\y^r)V^ g& £ tit C> X t> J: ^ T ^ J T )\s * ;K T ^ ^ 3r ^ 7" ;i/ 3 * is , 

t*J:^#SSKtfSSa^ * j S; : - c ( = o) - 

r *<tir^f*»Ka*3ji3ta) x^ztizm, to— (mtux. 

15 >4f >^;v^n;i/^) % *>t s . t K d * S/ r ^ j . ^ > 

v^i/^f) . ^;i/#:r k t K7^y, r ^ . 9t — *jj , >fv^>7A >f v 

/\d*ji/^;w ^^ifo, ^-r^*;!/* * >>. * * ;v # % 

20 7;^A ?T~VJ, ^^rV, ft^V¥^¥(^tl§o 

(Dm— xitmm? z&wiz&^x, T)i*v>i?***sxwmztix^x$)£^o 

7;^l/>i?^^^tlTI^ «*tt. -0-CH 2 -0-> - 0- CH 2 -CH 

2 - o -o-CH 2 -cH 2 -cH 2 -o-^fij f e>n^ 0 

25 

r7'J-;^^r'>j fc«\ &sSJ§g^fc:±s3 bfcas*«i* b* 
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7>b>J;V^^^ (Wilt 1-7>F'JW*^ 2-7>HW*'>*)> 

5 r* y ^D7^*;i/j ktt, K*»3-7 cd ^ ^ D7;^Ji/*Sftbs Witt. 
>>^n^Dtr;i/, ^^D/fJK $/#d^>^;k s/^ n's*S/^«4**lf &*i 

io ryNDr;i/^;vj £tt, ±13 r r;i/*;i/j c l W©ad^ >#ggiLfcg* 
»*U Witt, ^d^;k ^dd^;k i;7;i/^n^^;v, h'J7;v 

j;^DDif;K«litts l» l, 2-y^DDai5 : -;w 

15 r A D7^^'>j fctt, ±83 c l K±o;\n<r >#B* Ufe 

«itt* y>uD^t*A h h'^WD^ 

h h'J 7j^DX h ( 2 , 2 , 2-MJ7;V^DxK>>?) 

rf^$nti^^)c):t^;w^^;i/j 0BSfe»i:LTB\ 7fr*fr (Witt, 
20 xf;v, n-7Dt;w i-:rntr;i/«0 „ r^>;v (Witts 

*<>V-f**) ^#^tf*>ft3o **/t*-f /Ht©» 

25 r 7 ;v3^i/*;v^-^j fctt. *;i/tf-;i/£±I3 rr*3*5/j PtBifcLft 
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r7;i/^;^;i/7-f-;i/j tit. y 4 — _b HB rr^^i/j 

l -4«*trK*» i - 9CDS^3SS»**ttb. «*.K* i-Kny=/K 2-hrn 
y — ;k 3-ifDij-;k tr d y v j N 2- tr d u 3-tf d y ^ 

*rvry->K m<^;ij-;k 4-^^vy~;K l-f ^ y v y 2--r 

^'^'Jy-JK 4->< ^ ^v/ y 1-tf^ ij V/ U 4-bf 

io l-e^y y y 4-tr^v";^->>K tr^y 

y , 2-tr^y^;K 3-tr^y^;w 4-tr^y^/K tr^^^y, 2-tr^^^- 
;K 2-^e;v^y-;v. 3-^e;i/* y f b7t Fd^7^;v¥^ 

3M:f*>*i£o ^ji/^'jA trny^y, tr^y^y> tr^^^y##g;L 

15 ry;^^^^^/;^;^ (i N 7- ^ 3 ^ >> ^ * y 7* £ n fc ± IB r r ;i/ 

-y w * y ^^;i/^^^if^n^o 

5£ : - C (=0) — R H (RHtt**, 7)l*)l. WmZtlX^T t> <fc^T 'J 

xiiift^ntiMt) «t^3ff*siK«*ai*at) t-^^n^stbTii, 

20 ejjttf> T4r^*;i/> ^>vV;w b;i/^-f;i/ % f 

25 
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(IV) 





H 



(VI) 



-c ( = R 5 ) -R 6 (St. R 6 ttOxtts £itfc> u R 8 «ir;i/*;K 
^x%&^7i;7fr*fr&mt>t)-ej*t<tiz&s xttS: - so 2 r 7 (S^ 

xias : - c (=0) -r» (r h »*** ■«$iiT^t*cfc^r y 

20 XttR 3 S^R 4 *i-J*tcftoT-0-CH 2 -0-*^*)L/, mi*0-2©g& 
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5 s (i i i) T**«sn*ft-&»<z>7' ;;ss^f v^#£/7'>«jc>c7 1 ;i/ (-f v 
^Ti-v'T^-b) icgggiL. ^ (iv) t?^^n^ft^«i4l5St^iit$)^o 

Ltli, ®T>^~r (NH 3> N H 4 0 H ) ^h'Jxf;i/7^> ( E t 3 N ) «c 

ifcD^s©#«T^-«S'fbj^^ (cs 2 ) *fls«sttTW&ft*^*-**/i^ k 

10 PR**, ? D DftR:n^;i/ (ClC0 2 Et) s h'Jxf;i/7^> (Et 3 N) 

£ffi<3>^**;*^> ccsci 2 ) *ffffl$*-5»«®^^*;i/*-;i/^>f ^ ^ 
<D<Dm&, m& ( i . o - 1 . 5 as) jkif-mtmrn ( i . o - 1 . 5 as) 

15 £fb^f3 (ill) cioi> *7p h >tt»« (Wilis $>x*-/b:c.— y/K ^ 

( 1 . 0-1. 5il) fit^b'J x^;i/T ^ > (1. 0-1. 5il) £ 

20 /f;i/^;i/A7; h\ ^>4f>. h;i/^i> s s^ddp<*> s ^dd*;1/A3§Q 
0 . 5 WrBB- 1 0 KF^l^t^o SlSSSi: ITiiOt- 1 0 0°C#$?£ L 

^*-*X^> (1. 0-1. 5 a S) *rti*4*l (I I I) tC#Dx.N 

25 *^A7U\ ^ > -i? > x h ;i/ x > . ^^DD^>, ^DD$jl/A?) 

5 bsf^- i otifmrnn? Zo s/ssft i: lt& o °c- 1 o o °c#*?£ u < . 
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®om^s rttifrX-frV't K V*J-)V ( l . 0-1 . 511) £<bHrt> (I 
I I ) fcJmiU h (08xJ^ ^x?-;i/x-:r;K r h 7 t K □ 7 

5 cf-eo. s^FS-i o^p^ffi^1-i>o SJ^^Si: lt&o*c- l o o°c 

S (III) m=O0^!tlT, T~U>. 2- 

^^•^T-xUV, 2-xfjl/7ziJ> N 2-n-7Dt;i/7-UVx 2 - i - 7* 
Dtr;vr-U>^ 2 - n -^Jl/Tx »J 2-sec-^7='JX 2- 

10 t -^^T- D 3-^il/7-'J>, 3 - i -7D tr;i/T-U >^ 3-i 
-7u tr;v- 4 -^^JV7- U >> 3-t-7f;V7-'J>, 4-^^7^'J 
> N 4-i-7D^7-'J>, 2, 6-^^il/7^'J>, 2, 3-^*^1/ 
7^'J>, 2, 4 -v^f-^T- U 3, 4-^xW^'J>> 2, 5-y 
^fj|/7x'J>, 3, 4-^^Txij > N 3, 5-^^f^7-«J>, 2, 

15 6-^xf;i/7^V>^ 2, 6-^-i-7DtJl/7- , J>> 2-*h**>7- 
2-xh^y7-'J>, 2 - i - 7 D * * T - D 3 - * Kv7X 
U>> 3, 5 -^J* h**>T- »J 3-n-7Ki/7xiJ> N 4 - n - ;/ h 
*S/T-U>, 4-x^y7XiJ>, 3, 4-^*b^>7-D>> 2-^^ 
)\,T*T-V>, 2 -x^;V^^r-ij 2-i-7De;i/f>T7-U>, 2 

20 -N, N-y^il/7;;7x'J>, 2 - 7iXjV7x>J >, 3-7xx;b7x 
g >> 4 - 7l y^^7-ij> N 2-$/^DA^i/;V7-'J>> 2-S/^D^> 
fjl/7xij>, 2-xFD7x<J> > 2, 4-^xFD7x'JX 2-7;i/#D 
7xiJ> N 2-^DD7x)J>, 4-^DD7xiJ>, 2, 3-^DD7x'J 
3, 4 -v^DDT-*; 2-i-7P^;i/-4-xhD7x'J>, 2 - 

25 i-7D^jV-6-xhu7x'J> N 2-t Fo*i/7^'J>, 2-N, N-S> 
' .**-fr7 ^ J ^vtfx^rx y > x 2-N-7-tf;i/7x'j>, 2- (i-x^ 
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;v7Dif;i/) r— 2-i-7Dt;i/4-^f;i/7-»J>^ 
;i/ - 4 - t h*D^y/ - U >, 2-i-7nlf;i/-4-^DDm'J>, 2 - i 
-7Pt:;i/-4-7^7- , J>> 2-i-7Dt°^-5-^f;i/7^'J>, 2 
-i-7Dtf;i/-5-t KDdr^7-'J>> 2-i-7Dtf^-5-^DD7- 
U > . 4-^DD-3-^fJl/7-'J>, 3, 4 - >i?**ri/7-V >m 

m= 1 (DM t Ut tt, ^ > y ^ 7 5; 2 - ^f ;K>i;;i/7; >^ 2 - 
Jl/^>y;V7;>, 2 - n - y^D t!;i/^> y?;i/T ^ >. 2-i-7P tr;i/-< > v 
;i/T^>, 2-n-7f Jl/^>i/;V7^>, 2 - s e c - -??-Jl"<> V )\^T X 
2 - t - ^^-;i/^<> ^;i/>^ * 3 — t&fr^sVfrT % > . 3-i-^Dbf;i/ 
^>yJ1^7; > . 3-i-^"Db°;l/-4-^^;i/-<>^^r^>. 3 - t - 77- 
iK>y;i/7^>, 4-^f;i/^>^;i/7^>, 4-i-7Dt°jK/yjl'7; 

2, 6 - 7J\s^> V)\s7 % 2, 3 - V * 3~)V<> VfrT X 2, 
4 -y>^-/I/^>^/I/X ^ 3, 4 - SS^^JVOisJlsT 2, 5 - i? * 

fM>y*;i/7;>, 3, 4 - V * ^ ;i/ ^ > >> ;i/ r ^ > . 3, 5 -yV^-Jl/^> 
fy ;i/ T ^ > , 2, 6-^xf-;i/^>y*;i/7^>, 2, 6 - V - i - 7 u tf ;i/ ^ > 
y 5 ;i/ T 7 ^ > , 2 - ^ h^y^>^;i/7;>> 2 h ^r^^>^;V7 ^ >s 2- 

1 - ^•D^^rfy^>i/;i//"^ 3 - y< h^r^>^>> ? ;i/7"^>. 3, 5 - y< h 
*iy<>is)l7 X > N 3-n-7h^r^^>^;i/7^>, 4-n-^b^y-^> 
y;i/7^ >, 4-xh^^^>i;;i/7^>, 3, 4-S;^ h^r^>^>^;i/7^>, 

2 - ^^JV^X'OiSjlT X >x 2 -ai^;V^^"^> iSJVT X >s 2-i-7D 

tf;i/^^-^>fy;ur^>s 2-N, N-^^f ;V7^^>>?;i/7ry> 2 - ^ 
;i/ ^ > y? ;i/ ^ > N 3-7x — ;i/^>>?;i/T^>^ 4 - y 7 :n y ^ y> ^ > ;v 
T^>. 2 — is # U^^-iyJV^yiyJi/T^ > . 2-*>^D^>^;i/^>^;i/T^ 
> x 2- - FD^>^^7;>, 2, 4 - v - h n^>yjl/7; > , 2 -7 )VX 
P^>y>;i/r^>s 2-y 7 DD^>v;i/T^>x 4-^DD^>^jV7; >, 2, 
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3 - i/^ D D^>y;i/7; > N 3, 2 - i - 7" O 

4 - h D'Oy/l/T 5 2-i-7Dtil/-6-^hD^>yjl/7; 
2 - b F D *i/^>Z>)17 ^ >s 2-N, N - ^ ^ f ;i/7 ^ J jjfrtf-))/'* 

>is)VT*>, 2 -N-T-fe^;i/^>^;i/7 ^ 2- (i-xf ji/7D^;i/) 

5 ^>^JV7;>^ 2 - i -^D tr;V4 5 > N 2-i-7Dtf 
jl/-4-bFD^y^>y)V7;>, 2-i-7'Dt?;V-4-£DD^>>>;i/7' 

^ >> 2 - i - tf;i/- 4 -r ^ y >?;i/T ^ >s 2 - i - 7 n tr;u- 5 - 
^ ^;i/^> ^ 2-i-7Dtjl/-5-tFDJry^>^il/7;>. 2 

-i-7Db:;i/-5-^DD^>yji/7^>, 4-^DD-3-^fjK>> J ;i/ 
10 7^>, 3, 4-^l/>y^M>W5>W^n4o 

m=20ii:Ltl^ 7x^jl/7;>, 2 -^f ;V7x^f-jl/7^>, 2- 
if;i/7i^il/7rA 2-n-7Dt;i/7x^f;i/7^>, 2-i-7DC 
x*^;i/T ^ 2-n-7f;i/7x^^;i/7^>, 2-sec-^;i/7 
x*f-;i/T ^ 2-t-7fJl/7x^fjl/7;>, 3 - * 7 7 x * ? )VT * 

15 >. 3 - i - 7D tr;i/7 ^ 3-i-7 , Dl^;i/-4-^f;i/7x^ 

^ ;i/ ^ > , 3-t-7 r f;i/7x^fjl/7;>, 4 -^f Jl/7 x^f;i/7 
4-i-7 , De;i/7x^fJl/7;>, 2, 6 - ^^fjl/7x^f^7; > N 2, 
3-y7f^7x^f;i/7;>, 2, 4 - ^ ^ * )]/ 7 31 * * 7 ^ >. 3, 4- 
«;xfjl/7x^;V7;>, 2, 5-^^;i/7x^fjl/7;>^ 3, A-*J* 

20 f;i/7x*f;i/7;> v 3, 5-^^jl/7x^jl/7;>, 2, 6-^Ji^;i/ 
7 x* ^ 2, 6 -V- i -7D tf;i/7 x^^l/T ^ 2-^^y 
7x*^;i/T^>s 2-xK^7x^^jl.7;>, 2-i-7n«y7x^ 
f-))/7l>s 3-^Ky7x^jl/7;>, 3, 5-^^Ky7x^jl/7 
S >> 3-n-7h^ry7x*W;>, 4 - n - 7 r b * > 7 x * f;i/7 * > > 

25 4 -x^^y7x*fjl/7r/^ 3, 4^^F^y7x^fjl/7;>, 2-* 
^il/f^7x^f;i/7;>, 2 -jL^ji^ty 3L*?-)\,7 X >> 2-i-7 , DtT 
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jv^^ry ***)\sT * >> 2 - N , N-f/^^;i/T^y y ^^^)VT 2 - 

3i^^-;i/T^>, 2-^hP7x^^jl/7;>, 2, 4-y^hD7x^f;i/7 
5 ^ >, 2-7il/^D7x|f^7; 2 - ^7 n O y jl*3-)\,7 * > x 4 - ^ D 
D^ai^^^r^V^ 2, 3 -£/^DD^^^^-;i/7-^ >. 3, 4-y^PD7 
oi^^;i/r^>. 2 - i-7nlf;i/-4--bD7x^f;v7^ 2-1-7 
nt:^~6-nhD7x^f>il/7^>, 2-bFD^ry7x^jl/7>>> 2- 

N, N-v^^;vr^y^;v^^;i/^i^^;i/T^>s 2-N-7 F ^^-;i/^i^ 
10 ^ ;i/ T K > . 2 - (l-^^;i/^nbr;v) 7x^f;i/7; >, 2-i-^Dif;i/ 
4-y^;i/^^^^-;i/T^>. 2-i-7D tr;v- 4 - t KD^ri/7x^f ;v7 
^ 2-i-7Dlf;i/-4-^OD7x^f-;i/7^>, 2 - i - 7nt:jl/-4 
-7^;77x^f;i/7^>, 2 - i - 7Dtf;i/- 5 - ^f-;v7x^^;i/7^ >, 
2-i-7"o fcryt/- 5-tKn^->^a:^^-;i/r^>. 2 - i - 7d 5 - 

15 ^DD7x^fjl/7;>, 4 - ^ D P - 3 f ;i/7 x^f ;i/7 3, 4- 

5£ (IV) ^$ft*fl:-&«zr©-f v ^^>T >^oi;*^;i/ (-TVf^y7^- 
20 h) NHa-R^OHfcfiJBS*. 5£ (V) T* ^ £ ft £ Yb^fel £ Mi§ "i" £ X 

25 fiJ6«« kUTH:, 0°C- 1 0 0°C^»S b<, 1$^0°C-^iS^»* 
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NH 2 -R ] -OH (R 1 ttBft3hT^T*cfc^7;V*l/>) «u 4b£fe (I 
V)J:JtUtl. 0-1. 5SSffl^ftliJ;^o 
NH 2 -R 1 -OHi: Utli> 2-7^x^;-;w 2 -T X J - 2 - >\s 

j 2 - r = y - l - p^A'X* i-sm*- 

5 ;i/x^y-;v, 3-7^7PyV-JK 3-7^-2, 2 - y * ^/l/7Dyt 
y _ ;l/> ji/7D;V-;b v 3 - 7 ^ -/ - 2 - * ^ 

3-7^-3-^f;i/7D;w-;w 3 -r ^ y - 2 , 2 -^xf;i/ 

7D/W-;k l-7;^f;i/-l-tFDir^^^W>^D7D;^, 1- 

ru^^-i - (hl«D**>^M is#u79>s 2- (t* y ;**•;!/) 
10 j/^D^>#;-^?tfftf{»n4, 

$311 

St (V) t»S3ft*ft«**H»3ii\ a (VI) T!3S*iX4ft*»**«f 
15 SS*a^lt(i> ®^xf ;i/7V^*Jl/^^^U-h (DEAD) S^b'J 

7x-ji/^7r/ (Ph 3 p) -ewr^ss^ ®«KT?»3ir**»*^* 

20 ^DD*J1/A?)§^1\ 0. 5B$P^- 5 B$F*g. 0°C-^*£fr;i(££^o 5? 
x^7Vy*^**^l/- b (DEAD) 8tfMJ7i^*X7-(> (Ph 

3 p) « x **i**nb£4& (V) MbTi. o-i. 5Sifflv>ft«i^. 

25 ^411 

a (VI) -CSSftaflS***:* R 2 (S : - C ( = R 5 ) -R 6 tS*hSi 
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xasc : - s o 2 R 7 -e^sn*s) ^sau s (ii) -e^znzfc&vottm 
5 ;v^f;i/^^y N 7;i/^^^>7;v^;K t ;v * ;i/ ^ >r t ;u 3£te©j&£ft-t ^ 

10 5 y K y ^ >») CD^ffiT. 5t : X - C ( = R 6 ) — R 6 (5* + , R 5 RZf R 6 14 

mmtmmm. x«^D^>*a^t) ^^£n**bi^£sjfo<*i*£ c tic* 

Dff^ct^^c iim©N -r v^Mb^^m-ft-pTfr xJ4 i < , #l;U4. 

15 0 4 C-10 0 4 Ct\ 0. 5 «fPJ^ 1 0 Rpffls Kl6ftfT*K«tl>o 

ar^ =«-fb«* (cs 2 ) *RiB*-&. tfa^T-, ^D^wt7;^;i/ (^xf4. 
a-K^*>. a-b'x^>§) ;*{4>^n>^ Wbr^;v*;i/ (00x14. ^ > ^ ;i/ 

25 u^7;y, a'8i$nt i^t* ct^r y — ;k x&Bgii* tir v^r 
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x\tJ\uY>^) -c a* an (vi) ^nkztizib&mcm&ft&T 

■f 03 fcli Design of Prodrugs, Elsevier, Amsterdam 1985 £Eltt£ft 

(«*tt* T^y. t KD*S/«) fc, K*««e*ALTlia&-rs;:i: 

Hf) , t X Ktt (Wit *^r?F, r-fe* 5 F«) , 
N-r;i/*;v# n-t y;ur ^ >, b **/**)\>t % >«) « 

15 f-;i/x-f;w * h^'>xh^$/^;vx-f;H) , x^t^H*: (Witt, r 
-fex-bx t/^Dx-K ^>^x-M) «#3MJ&n*o 

* Wi/T * >Jg N x^;-;i/7^>S, ^x*v-;i/T^ byx*-/-^ 
T * >i&, 7DiJ^ >« ; N ( N-^^>^;i/Xfl/>^7;> 

25 ^-frAffl. b >J yf/l/7>* = !) AJfi, ^>S;^hUxf^7>t = 

^aj&, b u 7*-/i/7>*-£AJI* b u tf£^;i/T a 
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t 

mm, ya v*>mm. $imm. ?m>s^ y-^-^mm, m^mm. »> 
5 rf^m. ?^>mm. 7*=>)i,\z>mm*fc!>timmm ; -r 

*gi«*n03i: Ltll, 5£ ( I ) X«S (II) T-^£ft£-fb-&%s *©7"D K ^ 

*ftW1t-£t<®}&. *>tK^-f b'2Sgft (CB2E) IffltfCfeD, 
t^K 2§gft (CB 2 R) Cl^fiC^b, CB2R7>^Jr7hffiffl 
ifcaCB2R73"z^hfffl$gt. CB2R7^-^hf?ffl$mto 

15 *^w-fb^-%<±. h if§* (cb i r) iztttzmmva 

*>^-tfy>f K lf§*(CB 1 R) Ci^-TSflgW^^CDlI^ffl (£> 
zt&T-g, A>tt^H 138tt (CB 1 R ) 

20 fe-vX. sfc^BJHbl^fi. i3^7-KJ j H 2§§«: (CB 2 R) 

SC^bT^^3lld:^K(©B«Jt-^fflf ktf-C^So Proc. Natl. 

Acad. Sci. USA 96, 14228-14233.*- tt, C B 2 §1*7 3 b tfiaafc^f^ffl, 
^*ftffl£*f-f 3ga3«£ftTl,>£o Nature, 1998, 349, 277-281 {Tfci, 

CB 2fg»73-r^ h#g|JBf£ffl£*-f £gia«8;**lTl>£o $fc„ European 

25 Journal of Pharmacology 396 (2000) 85-92 izit. CB 2fgf7>^3-^ b 
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tar wi/*-ak mm®. ft&*±%®m. %,&w®m, ft&mwmn. gs&& 

A>tbfy 4 K 2§^#^iS^lliv 7 y h Thy-1 ifi&Mm'M&tttt Z> 
WM®%Z%LX^Z>Zt#mt>nTi5>) (W 097/29079) , W&te^ 

10 S^Hbt-So #$PJHb£1fc£^£T£E tili. &p;&tf#*lPt9:#©fc«> 

snaM> ®&fcat*> j£T&fjfc£®a*tffl 

igttXttSattU *AJK, £HX. &M* feU<tt**«fc£©«*a 

15 

>^Ltu^. s/Diyra, jsau ©$&§£$©*§£. mxa, m 
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*ftWib&%)(Di9i-$miz. &^mm. m%<o&vt. ttau $>z>\,^ 

5 giae>n^^s mu&^om&s #a i kg*& ?k iho.o i-ioomg, » 

SKttO.Ol-lOmg, «];D»ll<«0.1-10mg, 

flea 1 kgfefe^ ISO. 001-100 mg, # £ L < & 0.001-1 mg N J: 
t)**b<tt0.0 1-1 mg^S^t^o Ctl£ 1 ^ 4[§IK#S UTS#Ttltt 

10 

USB 09 

15 Me Et : :n^-;l/ N Pr : T'D P r 1 : i-7D 

B u : B u 1 : i - B u s : sec— 

B u x : t - 

Ph : 7xz;K A c : T-fc^;K Bn:^>^;V 

DMF : N, N-^^f;i/*Jl/A7^ THF : r h?b FD77>, 
20 DEAD : T *J V ii )V # > & ^ x.*-/K 

1-1 (2->fV7DK;i/7i-;v)>f V*-*i/7>*-H{h&VB 2 )<D§? 
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PhMe 
rt 30m in 



CS 2 (1eq) 
Et 3 N (1eq) 



CIC0 2 Et (1eq) 
Et 3 N (1eq) 




NCS 



2--fV^D^7=»J>(5.00g), h»jxf;i/7;>(3.74g), h 
;vx> ( 1 0 ml) ©ffi*«fc. riftg* ( 2 .8 1 g) * 1 O^ltSTL, £ 

5 > (2 0 ml) , hiJxf;i/7^> ( 3 . 7 4 g) Sin*, * n DjK$x^;1/ ( 4 . 
0 1 g)*7j<#Tl 0»B-eiPil.*il-t? l«B«#^fcoS**C 1 0%^^(2 
0 ml) £;ta;L. ^^b^^l/> (6 0 ml) Tfflttl tfeo ttW* * Mfrmm v > 

h (6.5 5 g, JK$99%) fcaftM»tff)fe 0 
10 iH-NMR ( 6 ppm TMS / CDCla )1.25(6H, d, J=6.7), 3.25(1H, q, J=6.7), 7.14- 
7.30(4H, m). 

1-2 (2-^V7Dtil/7x^;V)^f V^2fS/T*-Kfl:'&* 2 )(DK 



2 v7D fcf^T- »; > (1.81g) 0^xf;Vx-fJV ( 2 0 ml) 
^2T7|->X^> ( 1 . 5 4 g) &7k#T 1 OM-e«TU, S^T* llg^Sfflfeo 
KJfci8£7k (3 0 ml) £*Q;c. j;x^i-f^ ( 6 0 ml) T-Jfttii Lfco ttfflffi 
*U*Mvy*S'*At«M, IEiffib-C> (2»^V7D ti^i^M 
20 >fVft^>7^-h (2.3 5 g, 1R^9 9%) £ *i #J fco 




15 



2 
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2 N-(2-^V7■Dt:;l/7x-^)-N , -(l-tKD**/-2 % 2- 




5 (2-fyrDt;V7xzji/) -fVf^y/^-h (3.30 g) (D jh ^ ;i/ :n 

-7^1/ (2 0 ml) Jg«t£> 3-7;;-2,2-^^fjl/7D;V-^ ( 1.9 

2 g) £*n;t> m-c i «iB«#b&o fijE»*t«iEai«uT»6nfcaiai* 

T > N — (2-^fV7Dt:;i/7xZjl/) - N'- ( 1 — b FD^r^-2,2 — i> ^ 
10 7D tr;i/ 1/7 ( 4 . 6 0 g. 4X^8 8%) £ff €stfJ#C^T-?#£o 

iH-NMR ( ppm TMS / CDCU )0.82(6H, s ), 1.25(6H, d, J=6.7), 3.11(1H, q, 
J=6.7), 3.25(2H, s), 3.55(2H, d, J=6.3), 6.05(1H, m ), 7.17-7.40(4H, m ). 

3 2 - ( 2 - >f V 7D t;i/7 x - ^7-5,5- i/Vf ;V- 1,3- 

15 ?-7S?>(4b«tt4 )©SS« 




3 4 



N - (2-^V7'Dif;i/7x-;i/) - N 7 — (l-bHD^^>-2 J 2-^^f 
;i0 rrnlf;!/*-** V7 ( 1 0 . 3 7 g) mmm ( 5 ml) **DA, 3KfF^inlSf 

;si£L£o siB**safc:^aiL. 2 o%^mit± h u ***** (25 mi) \z 
20 a?a^. »fajb&iea*%auTx it, 2- 

T'nif^^x-;!/) -f ^y-5,5-fx^^;i/- l,3-fr^> (4.8 0 g. jr 
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$5 0%) *&&m&T:mtzo 
1* 1 5 5 - 1 5 713 

iH-NMR ( 6 ppm TMS / CDCls )1.15(6H, s ), 1.20(6H, d, J=6.7), 2.67(2H, s), 
3.09(2H, s ), 3.15. (1H, q, J=6.7), 6.88(lH, m ), 7.05-7.11(2H, m ), 7.20(1H, m ). 

#%#]4 2-(2->fV7D^7i^H5-/-5 l 5-y^f^-l > 3- 



N- ( 2 ->f V7D e;V7 - N'- (l-bFD^i/-2,2-^^f 

10 7d t:;i/^^^ 1/7 (l.oog) ofb7tl«D77> ( 6 ml) om&mz, 

m{br*-fr ( 0 . 6 0 g) ZffiT U g^T- 1 tifm&fttZo SJ6«f**«Eil 
■ U 7th = h^(20il), Sim* U * A ( 0 . 9 .3 g) 2ttMft] 
MXttUfto EJ6*fc* (4 0 ml) tin*. ( 6 0 ml) -CfflfflUfco 

15 ;i/*7A^D7^77>f - (n^^rD'>/»8x^) fct»SLT. 2- 
( 2 ->f V^D tf;V7 4 X J - 5 , 5 1 , 3 -?Ti?> (0 . 

4 5g,lR^48%) *flfilSa"C»feo 

#*« 3. 4T?»&ftfc 2-(2-^V7*Dlf;i/7x-;i/)^^-5,5-^^ 
20 f;i/-l,3-f-7^V4ffl^t, VXT<0%Mm 1 — 5 £*to£ 0 

Hlfcttl l 3-xf;i/-2-(2->fv/Dt:^7x-;i/H>;-5 l 5-^^ 
l , 3 -^r v i - i )®8* 




reflux 2h 
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N 



Etl (1.2eq) 
NaH(1.2eq) 




N 



H 



DMF 
0°C 1h 



4 



1-1 



2-(2-^fv7Dt:;i/7x-jl/H l,3-^r^> 
(0.26 g)<Z)N, N-^;*^;i/*;VATS K(2 ml)«*fc: N 6 0%^m^ti~ h U 

*a(o.o 5 g)&*»T-ein*^ 3 o#H«#«. J:o^bJi^;K0. l 7 g)£*n 

T»a It, 3-xfjl/-2-(2-^V7o^jl/7xz;i/)^ 

l.S-^SXO. 2 1 g,JR^7 l%)**Bf5jtttt«T?» £o 
10 1 H-NMR ( ppm TMS / CDC1 3 ) 1.13 (6H, s), 1.20 (6H, d, J = 6.9), 1.25 (3H, 
t, J = 7.4), 2.61 (2H, s),3.05 (2H,s), 3.17 (1H, m), 3.64 (2H, q, J = 6.9), 6.72-6.80 
(1H, m), 6.98-7.07 (2H, m), 7.20-7.32 (1H, m). 

mmm 2 2 -(2 - 4 v^n x~;\,)4 ^y-3-7Dtrt- - 5 , 5 

15 -*?jl*At- 1 , 3 -^T^X-fb^* 1-2 



2 -( 2 -4 V7D i-;v)-f jl/- 1 , 3 -f7S?> 

(0.26 g), h'Jxf;i/7r/(0.1 5 gK Mih*^ U>(5 ml JOfi^Stx 

20 £*< 3 0 ml)* JO As f^^;VJc-^;i/( 6 0 ml)T-ftkffl Lfzo Jft Hi ill 4 MyKUm 




4 



1-2 
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x -;i/)>f^y-3-7-Dtf7r^;w-5,5-^^^;v-i,3-^T> ? >(o.i 

8 g, JR*'5 6X)*«lfeJllltt«"Cff&o 
5 1 H-NMR ( 6 ppm TMS / CDC1 3 )1.14 (6H, s), 1.20 (6H, d, J = 6.9), 1.22 (3H, 
t , J = 7.4), 2.60 (2H, s), 2.95 (2H, q, J = 7.4), 2.96 (1H, q, J = 6.9), 3.73 (2H, s), 
6.73-6.78 (1H, m), 7.10-7.17 (2H, m), 7.25-7.32 (1H, m). 

mMM3 3 -<x h*S/*/l/#~/l/) - 2-(2--fV7DWx^)^; 
10 - 5,5 1 , 3 -f7^>«b^»I ~ 3 )<DK& 



2-( 2 ->fv7Dlf;i/7x-;i/)^^-5,5-y^f;i/-l,3-f7^> 
(0.2 6 gh h 'Jif;i/7 ^ >(0. 1 5 gK ^b^l/>(5 ml)<Dig-&$£x 
^nD&g^^MO. 1 3 g)*5»Ht*TU SfiT? 2 BSF^litf Lfco fiJSSK 
15 £#(30 mD&mtL, f ;i^i-fM6 0 ml Lfco JftttJit £&#8SIS 

^77^ -(n»A,^>/B|xfWlctI8Lt^ 3-(xh^>*jH- 
jl/)-2-(2-^V7D \f)\/7 x~;i/ W ^y-5,5-^^^^l/-l,3-f-T 
J?>(0.23g, «*6 8tt«efettBT?»fco HjS18 4 - 8 6 °C 
20 1 H-NMR ( d ppm TMS / CDC1 3 ) 1.16 (6H, s), 1.21 (6H, d, J = 6.9), 1.36 (3H, 
t, J = 7.1), 2.59 (2H, s), 3.17 (1H, q, J = 6.9), 3.65 (2H, s), 4.32 (2H, q, J = 7.1), 
6.74-6.78 (lH.ra), 7.12-7.16 (2H, m), 7.30-7.36 (1H, ra). 
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y - 5 , 5 -y* 1 , 3 -f/^Xft^s 1-4 )(Dmm 



(l.OOgK MJx^7?X0.58gK mih** U >( 5 ml 
^ODf-^-^ix^;i/(0.5 6 g)S5^Ht'STU gS^: 1 WfH«»bfco S 
JCtt£*( 3 0 mD^iOX.. ^ 6 0 ml ffi L fe o JfltB«**ft* 

^-;i/)-2-(2--f V7Dlf;V7x-;i/)^ *y-5,5-y><^A/- 1,3- 
?7?>(0 . 7 4 g, iR^5 6%)ft«ie»tt»T?»fco 

1 H-NMR ( ppm TMS / CDC1 3 )1.16 (6H, s), 1.21 (6H, d, J = 6.9), 1.36 (3H, 
t, J = 7.1), 2.63 (2H, s), 2.89 (2H, q, J = 7.1), 3.15 (1H, q, J = 6.9), 3.77 (2H, s), 
15 6.79-6.85 (lH,m),7. 12-7.16 (2H, m), 7.30-7.36 (1H, m). 

mmm 5 2-(2-^v:rDtr;i/;7 x —ju)4 ^ J - 3 

5 , 5 —>**^;i/- 1 , 3 -*TV >Ut&%)I - 5 )<E>§Sig 




5 



2-(2-^ V7Dtf;i/7xr;i/)^ ^y-5,5-v^^-;i/- l,3-f7^> 




N 



H 



CSa (1.2eq) 
NaH (1.2eq) 



DMF 
0^ 1h 



Mel (1.2eq) 



DMF 
rt1h 




4 



I-5 
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2-( 2 ->fv7Dt;i/7x-;V)^^-5,5-^^f;V-l,3-f7^> 
(0.26 gh -8MbR*( 0 . 0 9 g)> N, N - V * A T ^ K ( 2 ml )<D 

I^#t,6 0%**fls*h >J *> A ( 0 . 0 5 g)S7jc^TT-*nx, 3 OftHttttft, 
iMb^f^VfO. 1 7 g)£in;i, Sat2«UWttbfco KJ6«k:*(3 0 ml) 

5 SiJQx.. i?x^x-rM6 0 ml)-eattJbfeo affii*i*M^^*>") A 
«E««LT»*>;Jx&8jai**> 'JAW*n^D7h^77-f -(n 
-^^lf>/ifixf;i/)CtSSiT, 2 - (2 ->f vru tr;V7 x~;vw * y 
_ 3 -(^^Vf-iO^**^*-^- il/- l,3-f7^>(0.1 

4 g. JR$4 0«SSfieit?»feo »j£7 V - 7 9'C 

10 1 H-NMR ( 6 ppm TMS / CDC1 3 )1.20 (6H, d, J = 6.9), 1.23 (6H, s), 2.65 (3H, 
s), 2.68 (2H, s), 3.11 (1H, q, J = 6.9), 4.51 (2H, s), 6.83-6.90 (1H, m), 7.11-7.18 
(2H, m), 7.28-7.35 (1H, m). 

15 ###!J5 2- (2->fV7Dt;i/7x-;v) * y - 1 , 3 - *T *J U 5> > (fll 




(2->fv:/ntf;i/7x~;i/Wv^;r^r*-b (2.0 0 g) ©^xf;vx 
(2 0 ml) 2-T^y:ii#y-;v (0.6 9 g) Siat? 1 

20 BSBJittUfc. ElB****E«»l/T»&nfetttt*fc:«*» ( 5 ml) £2m*s 
3l$H2inftX»bfc. fiJSfttilCAau 2 OfckBfc* h U ^A7k^?S ( 2 
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5 ml) £aS?&*^ (6 0 ml) -CttttlLfco ffl tBifc 4 *K*«fltt V 4f 

7>f- ( n -^^-y-y/Stm^T-fr) CtiSlts 2- (2-^V7Dt;i/7 
x-;i,) -<5^-l,3-f7»;«y> (1.80 g. JR* 7 3%) SSfe^STlS 
5 fee »jS 7 6 - 7 7 °C 

iH-NMR( (5 ppm TMS / CDCh )1.20(6H, d, J=6.7), 3.15(1H, q, J=6.7), 3.27(2H, 
t, J = 6.7), 3.67(2H, t, J = 6.7), 6.95-6.99(lH, m ), 7.05-7. 19(2H, m ), 7.22- 
7.26(1H, m ). 

10 5t»f)nfe2-(2--f V7Dt;i/7xz;i/)-f ^-1,3-^7^ 

6 3 -(i^U*-**;!/* = 2-(2->fV7D tf ;i/ 7 ^ H ^ 

y - i,3-f7V'J SS>Ub&m 1-6 )CDHJfi 

V/ ? \ CICOSEt (1.1 eq) Ny/ ?"*"\ 



2-(2-^V7D t;i/7x-;i/)^ ?;-l,3-f 2 5 gK 

h V^f-ivm >(0.i5gK mt^T-i/XS ml )©ig^Mic *nn*-*jK» 
0 ; 1 5 g)ft 5»HtiTU MT? 2RSB8«#U&« KJ£ttiC*< 3 0 
ml)£irtl;t, yxf^x-^/K 6 0 mDT-aas L^o ffltB^*«7ka^v^^ S> 

-(n-A,^t>/Kixf;i/)t:tlS It, 3 - (j^^**^ *-;!/)- 2 
— ( 2 --f V7D tf;i/7 jl-^M U-l,3-f7^'J^>(0.27 g. JRs£ 7 
7X)fcefittBT?»fco »JS7 9 - 8 1 *C 




6 



15 
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1 H-NMR ( 6 ppm TMS / CDC1 3 ) 120 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 
2.90 (2H, t, J = 7.4), 3.15 (2H, t, J = 7.4), 3.20 (1H, q, J = 6.9), 4.31 (2H, t, J = 
7.4), 6.79-6.82 (1H, m), 7.07-7.16 (2H, m), 7.28-7.32 (1H, m). 

7 2-(2->fVrutJl/7xiJI/H * J - 3 -(*9-)V?-*)3-*tJ)l 

l ,3 -*-rv"; VXIb&mi ~ 7 

DMF DMF 
0°C 1h rtlh 

6 »-7 
2-(2-^V7D^7x-;i/H^-l,3-f7^'J^>(0.2 2 gK 

-8fcflsK*( 0 .0 9 gK N,N- ? ;^f^A75 K( 2 ml )©S<&IS 6 0% 
io TkSHb:*- h'J>)A(0.05 g)**^T-elinis 3 O^HaW^cfc-SflS^M 0 . 
1 7 g)*iDiU iiat* 2l$fi8«#Lfco R/fciS£*< 3 0 ml)**** ^xfjvx 
-r;v(6 0 ml)-CtttBbfco US tlitt* S*7k«t^ v * A -cttitft* 

xfjl/)CtgiU, 2-(2->fV7Pt;V7i-M'fU-3-(^i^ 
15 t)ft*i^-il/-l,3-f7^'J^>(0.14 g, iK*4 5X)£ift&ttft* 

1 H-NMR ( 6 ppm TMS / CDC1 3 ) 1.23 (6H, d, J = 6.9), 2.65 (3H, s), 2.90 (2H, 
t, J = 7.4), 3.20 (1H, q, J = 6.9), 4.45 (2H, t, J = 7.4), 6.79-6.82 (1H, m), 7.07-7.16 
(2H, m), 7.28-7.32 (1H, m). 

20 

##^6 (2-^ b*>"<>y;v) -fvf*3/7»- Mflj£»8)©«jfi 
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OMe 



OMe 




CICSCI (1 eq) 



CHCI3 
0°C 1h 



NCS 



7 



8 



2 - * h *zs^> )VT * > (1.80 g) (Diy^^^^-^Jl (2 0 ml) t& 
MIZ, ( 1 . 5 4 g) t*»T 1 0 #fflt»T SSt 1 B#Mflt» 

Ifco £jfo*lC* (3 0 ml) £*0;U ^ oi ^- ;i/ - ;i/ (6 0 ml) TjrtfcBL&o 

;i/) >fVf^^7*-h (2.35g, 9 9%) teMQitoWVUTrmrzo 

iH-NMR ( 6 ppm TMS / CDCla )3.86(3H, s), 4.70(2H, s), 6.88 (1H, d, J = 7.4), 
6.98(lH, t, J = 7.4), 7.24-7.30(2H, m). 

10 #%« 7 N- ( 2 - ^ h ^ > ;i/ ) - N'- (1 - h KD^y-2,2-y 




(2-^h^r^>^>^;i/) -fV^^T^T^-h (2.3 5 g) <Di?^?-)V3L-7- 
)V ( 2 0 ml) ifiC, 3-7^-2,2-^^f;i/7D;V-;i/ (1.34 g) 

15 ttmz. 1 KfF^js^u^o K*B*«*«jE««iL't»&nfcaaE*2/ u * 

- ( 2 h *>>^>^;i/) -N'- (1-t KD^y-2 ) 2-^^f;i/) 

er;i/^^-^bT (3.7 o g. jr* 9 9%) £Mfe^ttfe-e^£:o 

iH-NMR ( ppm TMS / CDCla )0.82(6H, s ), 3.25(2H, s), 3.55(2H, d, J=6.3), 
20 3.86(3H, s), 4.70(2H, s), 6.50(1H, brs), 6.88(1H, d, J = 7.4), 6.95(1H, t, J = 7.4), 
7.24-7.30(2H, m). 
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##03 8 2- (2-* h**-*>y>i/) -f*y-5,5-$M*-*-i,3-* 

rs>>(fls** 1 0 )©$££ 

OMa DEAD (1eq) 

r^Y H Ph3P(1eq) 



kA^ N Y NH 0O 0H THF 



rt1H 

9 S 10 




N- {2-* YZ-l/sOVfr) -N'- + 
5 7DW^^l/7 (3.70g)> M7x-^*X74 > (3.4 4 g) , <r h 
7tFD77> ( 2 o ml) <D*g£r$£ s >K^^;v (2 . 2 8 g) 

* 1 0&B7f*TU *»-e2WB*l*Ufeo fiJK«K:* (4 0 ml) « 
<b^l/> (9 0 ml) T-atBLfeo »ffl**ft*«Rv^**>*Z^«*«L « 

10 /ft***-*) ttMU^ 2- (2-* b*$"<>5;/i0 -f *y-5,5-S> 
^^- li3 -^7S;> (0.8 7 g, 1K*25X) 

iH-NMR ( d ppm TMS / CDCh )1.05(6H, s,), 2.75<2H, s), 3.23(2H, s), 3.83(3H, 
s), 4.41(2H, s), 6.86-6.95(lH, m), 7.20-7.30(lH, m), 7.44-7.48 (2H, m). 

15 #*«8tH6hfc 2 -(2 h* ? ^>^H ^ -> " 5 > 5 
1 , 3 y >£fflV>T, J^TOIUS03 8 - 9 £fTo£o 
Igffi#i8 3 -(x***-;r**# = >lO - 2-(2-/f*^>^H?V- 

5 , 5 -y 1 , 3 -fr^x^m 1 - 8 )<dh& 

OCOSEt (1.1 eq) 
? Me S-V EtsN (1eq) 



THF 




^ H rt1h O^SEt 

10 w 

20 2 -(2 -^h*^>^^H^-5,5-*;^^-li3-f7*;>(0, 
2 8 gK h U x^;j/T ;>(0.15g)> 8ft^l^>(5 ml )a>*gHr*SK. * □ 
Df^R|xf;H0. 1 7 g)£ 5#ftg-t-$T 1 M n IS » L fc . SlSffiC 
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7k( 3 0 ml)*Jnx.. yxf ;vx-r;K6 0 ml tti L 0 » ffir# £ £*7j<ffit^ v 
^^^^AtKM, JfiEE«8l Lt»6ftfc8«*2/ »J i3?)Vf3? 2x2 P v h ^ 
^ 7 -f -(n - A^r^>/SKxf-;i/)(:tIS It . 3-(^^;i/^^-^;i/^- 

5 (0.2 0 g, JR*5 7X)ft*RfeMitt*"e»fco 

1 H-NMR ( d ppm TMS / CDC1 3 ) 1.15 (6H, s), 1.25 (3H, t, J = 7.4), 2.69 (2H, 
s), 2.83 (2H, q, J = 7.4), 3.69 (2H, s), 3.84 (3H, s), 4.61 (2H, s), 6.86 (1H, d, J = 
8.2), 6.96 (1H, t, J = 8.2),7.26 (1H, t, J = 8.2), 7.55 (1H, t, J = 8.2). 

io mmm 9 2 - ( 2 - ^ ^y-3-(^^-;v^^-)^^^;v^- 

5 , 5 -i> * 1 , 3 -*7V >(>fb£rfe 1-9 )CD^B 

r jy. a«3 , r r^^-> 

J • ™ X N^ DMF DMF L J N 

H 0°C 1h rt2h X 

iO j. 9 

2 - ( 2 - ^ b 3r is ^ > ;i/ W ^. J - 5 , 5 - V * 3- - 1 , 3 - 3- T V > ( 0 . 

2 7 g). ^SfcflSJK*(0.0 9 gK N, N-^^f;i/*;i/A7^ K(2 m\)<DM& 
15 Mtc. 6 0X**ft^- h 'J *A(0 .0 5 g)*7jc«rTTiPx.> 3 0 #ffl*#« N £ 

dlt^MO . 1 7 g)£*n;U fi»^2WfM8t»bfcofiJlB«tC*(3 0 ml)£iD 
X.. 3i ^ ;i/ - ^ ;i/ ( 6 0 mDT'JUlffi Lfeo fflfflM £**7J<8SK^ V* > A 7? «£ 
MJEilSS ltf!6n&ait*^ 'J*m7A^D7^77^ -(n 
>/»Jxf^)l:TllB Lt, 2-(2-;*b*^>^;i/W*y-3- 

20 (^;i/ft)ft*;^-ii/-5,5-^^f;i/-i,3-f7i;>(0.2 0 g, 

J|X^5 7%)**Kfi«ltt*-C»fco 

1 H-NMR ( d ppm TMS / CDC1 3 ) 1.25 (6H, s), 2.56 (3H, s), 2.72 (2H, s), 3.85 
(3H, s), 4.43 (2H, s), 4.63 (2H, s), 6.86-6. 88(2H, m), 7.20-7.30 (1H, m), 7.44-7.48 
<1H, m). 
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2^^.> 7 ^f;i / 7;> (1.98 g) ©^xf j|/X-r;i/ (20 ml) 
5 ( 1 .5 4 g) S*#T 1 O^P^-eiTl^ SSt 1BIH* 

1* Lfco K*6*fczK ( 3 0 ml) £flOX, S/xf ^x-f;K6 0 il) T-ftSffi Lfco 

-f y*-*$/7*- h ( i . 8 o g, iR^7 1%) &»fi?*tt«r-e»fco 

iH-NMR ( ppm TMS / CDCls )3.00(2H, t, J = 7.4), 3.70(2H, t, J = 7.4), 
10 3.86(3H, s), 6.88-6.95(2H, m), 7.15(1H, d, J = 7.4), 7.24(lH, t, J = 7.4). 

##^5 10 N-(2^^^7x^fjl/)-N'-(l-tFD^r^-2,2 




15 (2-^>**>7x*^) -fVf**>7*-b ( 2 . 3 5 g) <D ^ x ;V x - 

f;i/(20 ml)««(C. 3-7U-2,2-$;^f;i/7D;V-;V( 1 . 3 4 g) 
tin*.* lit- lBSIB«#l,fco RjK««*ltff«librff6nfc»«*S/U* 
^1/*7A^D7^77^ - (n^^rit>/»8x^l/) ttlilt> N 

20 Dbr;i/^^ov7- (2.4 5 g, ir^8 9%) zm&foftmx-mtio 

iH-NMR ( 6 ppm TMS / CDCh )0.82(6H, s ), 2.90(2H, t, J = 7.4), 3.25(2H, s), 



OMe 




12 



11 
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3.55(2H, d, J=6.3), 3.70(2H, t, J = 7,4), 3.86(3H, s), 6.50(1PI, brs), 6.88-6. 95(2H, 
m), 7.15(1H, m), 7.24(lH, m). 

1 1 2 - ( 2 - ^ b^^7x^f -r^y-5,5-^y-^;i/-l,3 
5 -rrvXib&Va i 4 )cDM>a 



N - ( 2 - p< h*^7x*^;l/) - N'- (l-bFDJr>>-2,2-^^Jl/) 
7U 1/7 (2.40 g), h«j7x-;^^70 ( 2 . 1 2 g) s r V 

7tFD77> (2 0 ml) ©rg^^t-. 7-^/^>tr;U^>K^ ( 2 . 2 8 g) 

10 * 1 0»Bt»TU 36 ST 2B*««**Lfco ( 4 0 ml) * An x. . « 

Yb*^U> (9 0 ml) T-JftttSL^o fflffl****i«« v * i> » A tt«k«. M 

trisut, 2 - ( 2 h ^ y - 5 , 5 - 

l,3-*7y> ( 0 • 7 0 g, iK* 3 1 X) **fittttWT?fllfco 
15 iH-NMR ( 6 ppm TMS / CDCb )1.05(6H, s,), 2.72(2H, s), 2.80(2H, t, J = 7.4), 
3.25(2H, s), 3.55(2H, d, J=6.3), 3.83(3H, s), 6.83-6.95(2H, m), 7.15(1H, m), 
7.24(1H, m). 

±ia#%#i 1 1 tis ztirc 2 - ( 2 - ^ h^f>^ x. w * y - 5 , 5 - v 

20 *^;t/-l, 3-^7 V>*m ttT<Z>lt«fi0l 1 0-1 1 £S of; 0 

Silted 1 0 3 :^;i/)- 2 - < 2 - h^i^7x^f;H^> 

y - 5 , 5 - V * 1 , 3 -f7? >Uh&%) I - 1 0 )<D§£ig 




13 



14 
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2-(2-^h^^7x*f;i/H;y-5,5-^^f;i/-l,3-^7$;> 
( 0 . 2 8 g), h'Jxf;i/7r/(0.15 gK Sfb^f 1/X5 ml)©rg^^^. 
$ n Dt^j^x^M 0 . 1 5 g)£ 3 #T-*ST U ^^T* 2 IP^SlfLfco SJtB 
5 3 0 ml)£An;U ^x^;i/X -xM 6 0 ml b & o Jdltll St 

*^>»/M \J -N-(xf^fti^O)- 5 , 5 -SM 1,3-?- 
7^>(0.21g, W6 OX)ft*lfi»tt»-C»fc- 
10 1 H — NMR ( 6 ppm TMS / CDC1 3 ) 1.11 (6H, s), 1.26 (3H, t, J = 7.4), 2.61 (2H, 
s), 2.83 (2H, q, J = 7.4), 2.99-3.05 (2H, m), 3.61-3.66 (2H, m), .3.62 (2H, s), 3.82 
(3H, s), 6.86- 6.91 2H, m), 7.17- 7.26 (2H, m). 

mmm 1 1 2-(2-^**>7i*f)i/H^-3-(yw*)f**^ 

15 5 , 5 1 , 3 -f7^>(ft6» I - 1 1 )<Z>M& 

OMe H 0°C1h rt2h J* 

14 H1 

1 -( 1 - * h^r^7x^f;i/)^^-5,5-^^f^- l,3-f7^> 
(0.28 gh -anb&*(0.0 9 gh N, N-^f^i^r^ K(2 ml)© 
6 Q%&m{t±Y 'JCAIO.O 5 g)**^T"e*D^s 3 0 
20 iSfc^MO. 1 7 g)^AOXs £«-C2BSHJItf Ufco R*«C*(3 0 ml) 

£ia;L> $/xf^x-r;K6 o mi)-ettffi bfc- ttffl**ftoJc»tBvy*$/* a 
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-^*y->/mm^rj\/)izTmm it, 2 -(2 f*^7i*?;i/h s > - 
3 5 , 5 - *j * 1 , 3 - 3-7 v >( 0 . 1 8 

1 H-NMR ( 6 ppm TMS / CDC1 3 ) 1.19 (6H, s), 2.55 (3H,s), 2.64 (2H, s), 3.05 
5 (2H, t, J = 7.5), 3.66 (2H, t, J = 7.5), 3.84 (3H, s), 4.35 (2H, s), 6.84- 6.91 (2H, m), 
7.17- 7.30 (2H, m). 
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(§62) 
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57-59°C 


1.16 (6H, s), 1.31 (3H, t, J = 7.3), 2.64 (2H, s), 2.91 <2H, q, J 
= 7.3), 3.78 (2H, s), 6.96 (lH,dd, J = 7.4, 1.2), 7.14 (1H, t, J 
= 7.4), 7.36 (2H, t, J = 7.4). 


1-17 




1.15 (6H, s), 1.31 (3H, t, J = 7.3), 2.67 (2H, s), 2.91 (2H, q J 
= 7.3), 3.77 (2H, s),7.10-7.15 (4H, m). 


T t O 

1-18 




1.16 (6H, s), 1.31 (3H, t, J = 7.3), 2.68 (2H, s), 2.92 (2H, q, J 
= 7. 3), 3.80 (2H, s), 6.96 (1H, dd, J = 7.7, 1.2), 7.08 (1H, dt, J 
= 7.7, 1.6), 7.25 (2H, t, J = 7.4), 7.40 (1H, d, J = 7.4). 


1-19 




1.15 (6H, s), 1.27 (3H, t, J = 7.3), 2.24 (3H, s), 2.62 (2H, s), 
2.92 (2H, q, J = 7.4), 3.77 (2H, s), 6.83 (1H, d, J = 7.7), 7.04 
(1H, t, J = 7.7), 7.16-7.22 (2H, m). 


1-20 




1.15 (6H, s), 1.19 (3H, t, J = 7.4), 1.31 (3H, t, J = 7.3), 2.62 
(2H, q, J = 7.3), 2.65 (2H, s), 2.94 (2H, q, J = 7.4), 3.77 (2H, 
s), 6.83 (1H, d, J = 7.6), 7.10-7.22 (3H, m). 


1-21 




0.95 (3H, t, J = 7.3), 1.15 (6H, s), 1.30 (3H, t, J = 7.4), 
1.50-1.64 (2H, m), 2.56 (2H, q, J = 7.3), 2.59 (2H, s), 2.90 
(2H, q, J = 7.4), 3.76 (2H, s), 6.82 (1H, d, J = 7.3), 7.06-7.28 
(3H, m). 


1-22 




0.90 (3H, t, J = 7.1), 1.15 (6H, s), 1.29 (3H, t, J = 7.4), 
1.30-1.34 (2H, m), 1.52-1.58 (2H, m), 2.54 (2H, q, J = 7.1), 
2.62 (2H, s), 2.92 (2H, q, J = 7.4), 3.76 (2H, s), 6.79 (1H, dd, 
J = 7.9, 1.4), 7.06-7.28 (3H, m). 


1-23 




0.86 (3H, t, J = 7.4), 1.14 (6H, s), 1.16 (6H, d, J = 6.9), 1.29 
(3H, t, J = 7.4), 1.48-1.58 (2H, m), 2.61 (2H, s), 2.89 (2H, q, 
J = 7.4), 2.88-2.92 (1H, m), 3.76 (2H, d, J = 13.6), 3.82 (lH,d, 
J = 13.6), 6.82-6.88 (1H, m), 7.10-7.18 (1H, m), 7.23-7.29 
(1H, m) . 


T OA 




1.15 (6H, s), 1.27 (3H, t, J = 7.4), 1.33 (9H, s), 2.68 (2H, s), 
2.86 (2H, q, J = 7.4), 3.75 (2H, s), 6.86 (1H, dd, J = 7.4, 1.6), 
7.08-7.19 (2H, m), 7.38 (2H, dd, J = 7.4, 1.6). 


1-25 




0.99 (6H, s), 1.25 (3H, t, J = 7.4), 2.45 (2H, s), 2.82 (2H, q, J 
= 7.4), 3.51 (2H, s), 6.98 (1H, d, J = 7.7), 7.20-7.36 (6H, m), 
7.43 (2H, m). 


1-26 


82-83°C 


1.15 (6H, s), 1.29 (3H, t, J = 7.3), 2.66 (2H, s), 2.89 (2H, q, J 
= 7.4), 3.77 (2H, s), 6.98 (1H, d, J = 7.6), 7.19 (1H, t, J = 7.6), 
7.49 (1H, t, J = 7.6), 7.64 (1H, d, J = 7.6). 
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1.16 (6H, s), 1.25 (3H, t, J = 7.4), 2.62 (2H, s), 2.88 (2H, q, J 
= 7.4), 3.78 (2H, s), 3.83 (3H, s), 6.91-6.96 (3H, m), 7.05-7.14 
(1H, m). 


1-28 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 1.40 (3H, t, J = 7.0), 2.60 
(2H, s), 2.90 (2H, q, J = 7.4), 3.78 (2H, s), 4.08 (2H, q, J = 
7.0), 6.90-6.94 (3H, m), 7.06-7.08 (1H, m). 


1-29 




1.14 (6H, s), 1.29 (6H, d, J =7.4), 1.31 (6H, d, J = 6.0), 2.59 
(2H, s), 2.89 (2H, q, J = 7.4), 3.76 (2H, s), 4.50 (1H, q, J = 
6.0). 6.90-6.93 (3H, m), 7.01-7.07 (1H, m). 


1-30 


78-80°C 


1.15 (6H, s), 1.29 (3H, t, J = 7.4), 2.43 (3H, s), 2.63 (2H, s), 
2.89 (2H, q, J = 7.4), 3.78 (2H, s), 6.87-6.91 (1H, m), 7.05-7.14 
(2H, m), 7.20-7.29 (1H, m). 


1-31 


55-57°C 


1.15 (6H, s), 1.29 (3H, t, J = 7.4), 1.31 (3H, t, J = 7.4), 2.66 
(2H, s), 2.89 (2H, q, J = 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, 
s), 6.91 (1H, dd, J = 7.4, 1.6), 7.08-7.20 (2H f m), 7.32 (lH,.dd, 
J = 7.4, 1.6). 


1-32 




1.15 (6H, s), 1.27 (6H, d, J =6.6), 1.28 (6H, d, J = 7.4), 2.65 
(2H, s), 2.88 (2H, q, J = 7.4), 3.38-3.42 (1H, m), 3.78 (2H, s), 
6.90 (1H, dd, J = 7.7, 1.6), 7.08-7.20 (2H, m), 7.32 (1H, dd, J 
= 7.7, 1.6). • 


1-33 




1.15 (6H, s), 1.29 (3H, t, J = 7.4), 2.60 (2H, s), 2.71 (6H, s), 
2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.90-6.98 (3H, m), 7.05-7.10 
(1H. m). 


1-34 




1.16 (6H, s), 1.27 (6H, d, J = 6.9), 1.31 (3H, t, J = 7.4), 2.64 
(2H, s), 2.91 (2H, q, J = 7.4), 2.98 (1H, q, J = 6.9), 3.77 (2H, 
s), 6.78-6.83 (2H, m), 7.01-7.04 (1H, m), 7.25-7.27 (1H, m). 


1-35 


68-69°C 


1.16 (6H, s), 1.30 (3H, t, J = 7.3), 2.66 (2H, s), 2.90 (2H, q, J 
= 7.3), 3.76 (2H, s)6.98 (2H, dd, J = 6.6, 2.1), 7.31 (2H, dd, J 
= 6.6, 2.1). 


1-36 


67-69°C 


1.15 (6H, s), 1.20 (6H, d, J = 6.9), 1.26 (3H, t, J = 7.4), 2.64 
(2H, s), 2.86 (2H, q, J = 7.4), 2.89 (1H, q, J = 6.9), 3.75 (2H, 
s), 6.98 (2H, d, J = 8.2), 7.20 (2H, d, J = 8.3). 


1-37 


125- 
126°C 


1.15 (6H, s), 1.30 (3H, t, J = 7.3), 2.72 (2H, s), 2.92 (2H, q, J 
= 7.3), 3.78 (2H, s), 7.05 (2H, d, J =8.3), 7.31 (2H, d, J = 8.3). 


1-38 


76-78°C 


1.15 (6H, s), 1.30 (3H, t, J = 7.4), 2.14 (3H, s), 2.29 (3H, s), 
2.63 (2H, s), 2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.70 (1H, d, J 
= 7.9), 6.94 (1H, d, J = 7.9), 7.06 (1H, s). 
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1.14 (6H, s), 1.29 (3H, t, J = 7.4), 2.21 (3H, s), 2.32 (3H, s), 
2.65 (2H, s), 2.89 (2H, q, J = 7.4), 3.76 (2H, s), 6.73 (1H, d, 
J = 7.9), 6.97 (1H, d, J = 7.9), 7.02 (1H, s). 


t a n 
1-4U 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 2.19 (3H, s), 2.31 (3H, s), 
2.64 (2H, s), 2.89 (2H, q, J= 7.4), 3.77 (2H, s), 6.65 (1H, s), 
6.86 (1H, d, J = 7.9), 7.07 (1H, d, J = 7.7). 


1-41 


59-61°C 


1.15 (6H, s), 1.30 (3H, t, J = 7.3), 2.19 (6H, s), 2.62 (2H, s), 
2.90 (2H, q, J = 7.3), 3.78 (2H, s), 6.90-6.96 (lH,m), 7.02- 
7.08 (2H, m). 


1-42 




1.15 (6H, s), 1.31 (3H, t, J = 7.4), 2.26 (3H, s), 2.28 (3H, s), 
2.65 (2H, s), 2.91 (2H, q, J = 7.4), 3.78 (2H, s), 6.74 (1H, dd, 
J = 7.9, 1.8), 6.80 (1H, d, J = 1.8), 7.13 (1H, d, J = 7.7). 


1-43 




1.15 (6H, s), 1.31 (3H, t, J = 7.4), 2.31 (6H, s), 2.63 (2H, s), 
2.90 (2H, q, J = 7.4), 3.76 (2H, s), 6.58 (2H, s), 6.77 (1H, s). 


T-44 




1.15 (6H, s), 1.28 (3H, t, J = 7.4), 2.21 <3H, s), 2.64 (2H, s), 
2.90 (2H, q, J = 7.4), 3.76 (2H, s), 6.74 (1H, d, J = 8.2), 
7.10-7.18 (2H, m). 


1-45 




1.15 (6H, s), 1.28 <3H, t, J = 7.4), 2.31 (3H, s), 2.66 (2H, s), 
2.92 (2H, q, J = 7.4), 3.78 (2H, s), 6.74 (1H, d, J = 7.8), 7.04 
(IK, d, J = 7.8), 7.25 (IK, d, J = 7.8). 


1-46 


119- 


1.16 (6H, s), 1.25 (6H, d, J = 6.9), 1.29 (3H, t, J = 7.4), 2.69 
(2H, s), 2.90 (2H, q, J = 7.4), 3.15 (1H, m), 3.79 (2H, s), 6.92 
(1H, d, J = 8.7), 8.01 (1H, dd, J = 8.5, 2.4), 8.18 (1H, d, J = 
2.4). 


j 1-47 




1.17 (6H, s), 1.23 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.69 
(2H, s), 2.91 (2H, q, J = 7.4), 3.19 (1H, m), 3.79 (2H, s), 7.41 
(1H, d, J = 8.7), 7.71 (1H, d, J = 2.4), 7.92 (1H, dd, J = 8.7, 
2.4). 


1-48 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 2.73 (2H, s), 2.93 (2H, q, J 
= 7.4), 3.82 (2H, s)7.15 (2H, d, J =8.3), 8.48 (1H, dd, J = 8.3, 
1,4), 8.90 (1H, d, J =8.3). 


1-49 


64-66°C 


0.95 (3H, t, J = 7.3), 1.15 (6H, s), 1.50-1.64 (2H, m), 2.32 
(3H, s), 2.56 (2H, q, J = 7.3), 2.63 (2H, s),3.78 (2H, s), 6.82 
(1H, d, J = 7.3), 
7.06-7.28 (3H, m). 


1-50 


95-96°C 


1.16 (6H, s), 1.20 (6H, d, J = 6.9), 2.32 (3H, s), 2.64 (2H, s), 
3.12 (1H, q, J = 6.9), 3.79 (2H, s), 6.78-6.82 (1H, m), 
7.11-7.20 (2H, m), 7.30-7.34 (1H, m). 
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53-56°C 


0.85 (3H, t, J = 7.3), 1.15 (6H, d, J = 6.9), 1.18 (6H, s), 
1.57-1.70 (2H, m), 2.31 (3H, s), 2.62 (2H, s), 2.91 (1H, q, J = 
6.9), 3.74 (1H, d, J = 13.7), 3.78 (1H, d, J = 13.7), 6.78-6.83 
(1H, m), 7.11-7.18 (2H, m), 7.23-7.30 (1H, m). 


1-52 


88-90°C 


1.17 (6H, s), 1.27 (6H, d, J = 6.9), 2.33 (3H, s), 2.65 (2H, s), 
2.91 (1H, q, J = 6.9), 3.79 (2H, s), 6.78-6.83 (2H, m), 7.01- 
7.04 (1H, m), 7.20-7.24 (1H, m). 


1-53 




1.16 (6H, s), 2.32 (3H, s), 2.65 (2H, s), 3.77 (2H, s), 3.87 (6H, 
s), 6.51-6.59 (2H, m), 6.80-6.89 (1H. m). 


1-54 


102- 
104°C 


1.15 (6H, s), 2.31 (3H, s), 2.65 (2H, s), 3.76 (2H, s), 5.96 (2H, 
s),6.42 (1H, dd, J = 8.1, 1.8), 6.53 (1H, d, J = 1.8), 6.78 (1H, 
d, J = 8.1). 


1-55 


129- 
131°C 


1.16 (6H, s), 2.32 (3H, s), 2.67 (2H, s), 3.78 (2H, s), 3.85 (6H, 
s), 3.86 (3H, s), 6.20 (2H, s) 


1-56 


107- 


1.17 (3H, t, J = 7.6), 1.22 (6H, s), 2.58 (2H, q, J = 7.6), 2.64 
(3H, s), 2.66 (2H, s), 4.51 (2H, s), 6.91 (1H, dd, J = 7.5, 1.3), 
7.02-7.19 (2H, m), 7.23-7.28 (1H, m). 


1-57 




0.85 (3H, t, J = 7.3), 1.18 (6H, d, J = 6.9), 1.23 (6H, s), 
1.57-1.70 (2H, m), 2.64 (3H, s), 2.66 (2H, s), 2.88 (1H, q, J = 
6.9), 4.38 (1H, d, J = 13.7), 4.60 (1H, d, J = 13.7), 6.83-6.90 
(1H, m), 7.11-7.18 (2H, m), 7.28-7.35 (lH. m). 


1-58 


85-87°C 


1.22 (6H, s), 2.62 (3H, s), 2.63 (2H, s), 3.35 (3H, s), 4.40 (2H, 
s), 4.48 (2H, s), 6.93-6.99 (lH, m), 7.11-7.29 (2H, m), 7.40- 
7.49 (1H, m). 


1-59 


113- 
114°C 


1.22 (3H, s), 1.24 (3H, s), 1.37 (3H, d, J = 6.4), 2.63 (3H, s), 
2.65 (2H, s), 3.24 (3H, s), 4.35 (lH, d, J = 13.6), 4.55 (1H, q, 
J = 6.4), 4.66 (1H, d, J = 13.6), 6.91 (1H, d, J = 7.4), 7.19- 
7.40 (2H, m), 7.51 (lH, d, J = 7.4). 


1-60 


128- 
130°C 


1.22 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 3.85 (3H, s), 4.53 (2H, 
s), 6.93-6.99 (2H, m), 7.02-7.15 (2H, m). 


1-61 


100- 
101°C 


1.26 (6H, s), 1.43 (3H, t, J = 7.4), 2.66 (2H, s), 2.67(3H,s), 
4.08 (2H, q, J = 7.0), 4.55 (2H, s), 6.95-6.99 (3H, m), 7.11- 
7.18 (1H, m). 


1-62 


137- 
139°C 


1.23 (6H, s), 2.43 (3H, s), 2.64 (3H,s), 2.67 (2H, s), 4.53 (2H, 
s), 6.87-6.92 (1H, m), 7.11-7.20 (2H, m), 7.23-7.29 (lH, m). 
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103- 
105°C 


1.15 (6H, s), 1.29 (3H, t, J = 7.4), 1.31 (3H, t, J = 7.4), 2.66 

/fiTl \ oa /fiTI T rr a \ c\ r\ a /ATT x a \ r?A /nTT 

(2H, s), 2.89 (2H, q, J = 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, 
s), 6.91 (1H, dd, J = 7.4, 1.6), 7.08-7.20 (2H, m), 7.32 (1H, 
dd, J = 7.4, 1.6). 


1-64 


125- 
126°C 


1.24 (6H, s), 1.28 (6H ; d, J =6.6), 2.63(3H, s), 2.66 (2H, s), 

C\ C\ C\ C\ a C% S ■+ XX V A m> f\ J C\ X X V *f\ f\. rm S <a X X 11 T mm mm -% /•> v 

3.38-3.42 (1H, m), 4.53 (2H, s), 6.97 (1H, dd, J = 7.7, 1.6), 
7.08-7.20 (2H, m), 7.32 (1H, dd, J = 7.7, 1.6). 


x -DO 




1.22 (6H, s), 2.63 (3H, s), 2.65 (2H, d, J = 13.6), 2.75 (3H, s), 
4.17 (1H, d, J = 13.6),4.77 (1H, d, J = 13.6), 7.06 (1H, dd, J 
= 7.7, 1.7), 7.19-7.40 (2H, m), 7.97 (1H, dd, J = 7.7, 1.7). 


1-66 


147- 
149°C 


1.23 (6H, s), 2.63 (3H, s), 2.71 (2H, s), 3.13 (3H, s), 4.52 (2H, 
s), 7.11 (1H, m,), 7.11-7.20 (2H, m), 7.23-7.29 (1H, m). 


T A7 


129- 
130°C 


1.22 (6H, s), 1.23 (3H, t, J = 6.9), 2.63 (3H, s), 2.66 (2H, s), 
2.70-2.85 (1H, m), 2.90-3.15 (1H, m), 4.25 (1H, d, J = 13.6), 
4.70 (1H, d, J = 13.6), 7.06 (1H, d, J = 7.5), 7.30-7.45 (2H, 

\. *9 Mf\ f\ f 1 XX 1 X mm m* \ 

m), 7.90 (1H, d, J = 7.5). 


1-68 


100- 
102°C 


1.23 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 2.71 (6H, s), 4.50 (2H, 
s), 6.93-6.99 (3H, m), 7.02-7.15 (1H, m). 


1-69 




1.23 (6H, s), 1.25 (6H, d, J = 6.9), 2.64 (3H, s), 2.66 (2H, s), 
2.92 (1H, q, J = 6.9), 4.52 (2H, s), 6.84-6.86 (2H, m), 7.08- 
7.13 (1H, m), 7.28-7.32 (1H, m). 


1-70 


116- 
118°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.51 (2H, s), 6.97 (2H, 
d, J = 8.6), 7.35 (2H, d, J = 8.6). 


t n i 
1-71 


103- 
105°C 


1.22 (6H, s), 2.19 (3H, s), 2.30 (3H, s), 2.63 (3H, s), 2.65 (2H, 
s), 4.50 (2H, s), 6.79 (1H, d, J = 7.9), 6.98 (1H, d, J = 7.9), 
7.02 (1H, s). 


T TO 


100- 
101°C 


1.23 (6H, s), 2.18 (3H, s), 2.32 (3H, s), 2.64 (3H, s), 2.65 (2H, 
s), 4.51 (2H, s), 6.71 (1H, s), 6.88 (1H, d, J = 7.9), 7.08 (1H, 
t, J = 7.9). 


1-73 | 


93-95 C 


1.22 (6H, s), 2.12 (3H, s), 2.30 (3H, s), 2.64 (3H, s), 2.65 (2H, 
s), 4.51 (2H, s), 6.76 (1H, d, J = 7.9), 6.98 (1H, d, J = 7.9), 
7.08 (1H, t, J = 7.9). 


1-74 


126- 
128^ 


1.23 (6H, s), 2.25 (3H, s), 2.27 (3H, s), 2.64 (3H, s), 2.65 (2H, 
s), 4.51 (2H, s), 6.76 (1H, d, J = 7.9), 6.82 (1H, s), 713 (1H, 
d, J = 7.9). 


1-75 


96-98°C 


1.23 (6H, s), 2.32 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 4.51 (2H, 
s), 6.64 (2H, s), 6.80 (lH,s). 


1-76 




1.22 (6H, s), 2.64 (3H, s), 2.65 (2H, s), 3.79 (3H, s), 3.88 (3H, 
s), 4.52 (2H, s), 6.60 (1H, d, J = 7.9), 6.73 (1H, d, J = 7.9), 
7.04 (1H, d, J = 7.9). 
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1.24 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 3.87 (6H, s), 4.50 (2H, s) 
6.61-6.65 (2H, m), 6.85-6.89 (1H, m). 


1-78 




1.22 (6H, s), 2.62 (3H, s), 2.66 (2H, s), 3.81 (6H, s), 4.52 (2H, s). 
6.48 (1H, dd, J =8.5, 2.4), 6.51 (1H, d, J = 2.4), 6.92 (1H, d, J = 
8.5). 


1-79 




1.22 (6H, s), 2.62 (3H, s), 2.64 (2H, s), 3.77 (6H, s), 4.52 (2H, s). 
6.56 (1H, d, J = 2.4), 6.68 (1H, dd, J =8.5, 2.4), 686 (1H, d, J = 
8.5). 


1-80 


108- 
110°C 


1.23 (6H, s), 2.63 (3H, s), 2.66 (2H, s), 4.49 (2H, s), 6.04 (2H, s) : 
6.50 (1H, dd, J = 8.1, 1.8), 6.61 (1H, d, J = 1.8), 6.83 (1H, d, J = 
8.1). 


1-81 




1.23 (6H, s), 1.25 (6H, d, J = 6.9), 2.65 (3H, s), 2.71 (2H, s), 
3.11 (1H, q, J = 6.9), 4.51 (2H, s),7.02 (1H, d, J = 8.5), 8.04 (1H ; 
dd, J = 8.5, 2.7), 8.21 (1H, d, J = 2.7). 


1-82 




1.21 (6H, s), 1.24 (6H, d, J = 6.9), 2.63 (3H, s), 2.66 (2H, s), 
3.17 (1H, q, J = 6.9), 4.51 (2H, s), 7.45 (1H, d, J = 8.5), 7.80 (1H, 
d, J = 2.4), 7.99 (1H, dd, J = 8.5, 2.4). 


1-83 




1.24 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 3.85 (6H, s), 3.86 (3H, s), 
4.51 (2H, s). 6.28 (2H, s). 


1-84 


68-70 


1.22 (6H, d, J = 6.9), 1.23 (6H, s), 1.35 (3H, t, J =7.4), 2.65 (2H, 
s), 3.11 (1H, q, J = 6.9), 3.25 (2H, q, J = 6.9), 4.48 (2H, s), 
6.89-6.92 (1H, m), 7.14-7.20 (2H, m), 7.30-7.34 (1H, m). 


1-85 




0.85 (3H, t, J =7.4), 1.18 (6H, d, J = 6.9), 1.23 (6H, s), 1.35 (3H, 
t, J =7.4), 1.57-1.70 (2H, m), 2.56 (2H, s), 2.87 (lH, q, J = 6.9), 
3.25 (2H, q, J = 7.4), 4.35 (lH, d, J = 13.7), 4.60 (1H, d, J = 
13.7), 6.89-6.92 (lH, m), 7.10-7.18 (2H, m), 7.30-7.34 (1H, m). 


1-86 


96-97 


1.23 (6H, s), 1.36 (3H, t, J = 7.0), 1.40 (3H, t, J = 7.0), 2.63 (2H, 
s), 3.27 (2H, q, J = 7.4), 4.06 (2H, q, J = 7.0), 4.51 (2H, s), 
6.92-7.08 (3H, m), 7.11-7.15 (lH, m). 


1-87 


105-106 


1.22 (6H, s), 1.35 (3H, t, J = 7.4), 2.43 (3H, s), 2.66 (2H, s), 
3.26 (2H, q, J = 7.4), 4.50 (2H, s), 6.95-6.98 (lH, m), 7.10-7.17 
(2H, m), 7.24-7.29 (lH, m). 
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ft 










1-88 




1.23 (6H, s), 1.25 (6H, d, J = 6.9), 1.35 (3H, t, J =7.4), 2.66 
<2H, s), 2.90 (lH, q, J = 6.9), 3.28 (2H, q, J = 7.4), 4.50 (2H, 
s), 6.84-6.88 (2H, m), 7.08-7.13 (1H, m), 7.28-7.32 (1H, m). 


1-89 




0.98 (3H,t, J = 7.4), 1.12 (6H, s), 1.22 (6H, d, J = 6.9), 
1.72-1.80 (2H,m), 2.58 (2H, s), 2.90 (2H, t, J = 7.4), 3.06 
(1H, q, J = 6.9), 3.71 (2H, s), 6.71-6.76 (1H, m), 7.11-7.20 
(2H, m), 7.30-7.34 (lH, m). j 


1-90 


99- 

iorc 


1.14 (6H, s), 1.21 (6H, d, J = 6.9), 2.58 (2H, s), 3.14 (lH, q, 
J = 6.9), 3.64 (2H, s), 3.86 (3H, s),6.73-6.78 (1H, m), 
7.11-7.18 (2H, m), 7.28-7.35 (lH, m). 


1-91 




1.00 (3H, t, J = 7.3), 1.14 (6H, s), 1.20 (6H, d, J = 6.9), 1.74 
(2H, q, J = 7.3), 2.58 (2H, s), 3.16 (1H, q, J = 6.9), 3.65 (2H, 
s), 4.23 (2H, q, J = 6.9), 6.73-6.80 (lH, m), 7.12-7.18 (2H, 
m), 7.31-7.34 (1H, m). 


1-92 


52-53°C 


1.13 (6H, s), 1.19 (6H, d, J = 6.9), 1.20 (3H, t, J = 7.4), 2.60 
(2H, s), 2.98 (1H, q, J = 6.9), 3.38 (2H, q, J = 7.4),3.77 (2H, 
s), 6.73-6.78 (1H, m), 7.09-7.18 (2H, m), 7.28-7.32 (1H, m). 


1-93 


7G-78°C 


1.14 (6H, s), 1.22 (6H, d, J = 6.9), 2.62 (2H, s), 2.96 (1H, q, 
J = 6.9), 3.48 (3H, s), 3.75 (2H, s), 4.64 (2H, s), 6.73-6.78 
(1H, m), 7.10-7.17 (2H, m), 7.25-7.32 (1H, m). 


1-94 


61-62°C 


1.14 (6H, s), 1.20 (6H, d, J = 6.9), 2.23 (3H, s), 2.68 (2H, s), 
2.93 (1H, q, J = 6.9), 3.71 (2H, s), 3.94 (2H, s), 6.82-6.86 
(1H, m), 7.10-7.18 (2H, m), 7.30-7.36 (1H, m). \ 


1-95 


50-52°C 


1.13 (6H, s), 1.20 (6H, d, J = 6.9), 1.31 (3H, t, J= 7.3), 2.65 
(2H, J = 7.3), 2.68 (2H, s), 2.90 (1H, q, J = 6.9), 3.71 (2H, 
s), 3.97 (2H, s), 6.82-6.86 (1H, m), 7.12-7.19 (2H, m), 
7.30-7.36 (1H, m). 


1-96 


73-75°C 


1.21 (6H, s), 1.22 (6H, d, J = 6.9), 1.42 (3H, t, J = 6.9), 2.61 
(2H, s), 3.10 (1H, q, J = 6.9), 4.15 (2H, s), 4.65 (2H, q, J = 
6.9), 6.74-6.78 (1H, m), 7.14-7.20 (2H, m), 7.30-7.34 (1H, 
m). 


1-97 


160- 
162°C 


1.18 (6H, s), 1.22 (6H, d, J = 6.9), 1.25 (3H, t, J= 7.4), 2.60 
(2H, s), 2.90 (1H, q, J = 6.9), 3.71 (2H, q, J = 7.4), 4.40 (2H, 
s), 6.74-6.78 (1H, m), 7.14-7.20 (2H, m), 7.30-7.34 (1H, m). 


1-98 




1.04 (3H, t, J = 7.4), 1.20 (6H, d, J = 6.9), 1.27 (6H, s), 1.73 
(2H, m), 2.64 (2H, s), 3.12 (lH, q, J = 6.9), 3.22 (2H, t, J = 
7.4), 4.48 (2H, s), 

6.89-6.92 (1H, m), 7.10-7.20 (2H, m), 7.28-7.35 (1H, m). 
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1-99 


113- 
114 


1.04 (6H, d, J =6.9), 1.27 (6H, s), 1.42 (3H, d, J = 6.9), 
2.63 (2H, s), 3.14 (1H, q, J = 6.9), 4.02 (1H, q, J = 6.9), 
4.46 (2H, s), 6.89-6.93 (1H, m), 7.10-7.20 (2H, m), 7.28- 
7.35 (1H, m). 


MOO 




1.10 (6H, d, J = 6.9), 1.22 (6H, s), 2.64 (2H, s), 3.08 (1H, 
q, J = 6.9), 4.48 (2H, s),4.49 (2H, s), 6.83-6.90 (1H, m), 
7.11-7.18 (2H, m), 7.20-7.38 (6H, m). 


1-101 




1 1^ ffiFT «ri 1 25 (3H t J = 7 4) 2 70 (2H s), 2.87 (2H, q, 
J = 7.4), 3.69 (2H, s), 4.55 (2H, s), 7.30-7.40 (4H, m). 


1-102 




1.24 (6H, s), 2.57 (3H, s), 2.73 (2H, s), 4.43 (2H, s), 4.58 
(2H, s), 7.23-7.40 (4H, m). 


1-103 




i 1 1 (avx *\ i 9fi /qtj t j = 7 4^ 2 61 (2H s) 2 83 (2H, a, 
J = 7.4), 3.10 (2H, t, J = 7.4), 3.65 (2H, s), 3.66 (2H, t, J = 
7.4),7.17 (1H, dd, J = 8.2, 2.1), 7.30 (1H, t, J = 8.2), 7.36 


1-104 




1.16 (6H, s), 2.55 (3H,s), 2.63 (2H, s), 3.13 (2H, t, J = 
7.5), 3.69 (2H, t, J = 7.5),4.35 (2H, s), 7.15 (1H, dd, J = 
8.2, 2.1), 7.25 (1H, t, J = 8.2), 7.36 (1H, d. J = 2.1). 


1-105 




1.20 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.10-2.22 (2H, 
m), 2. (2H, t, J= 6.4), 2.94 (2H, q, J = 7.4), 3.11 (1H, q, 
J = 6.9), 4.05 (2H, t, J = 7.4), 6.82-6.86 (1H, m), 7.10-7.16 
(2H, m), 7.28-7.34 (1H, m). 


1-106 




1.17-1.30 (12H, m), 1.45-1,52 (lH,m), 1.90-1.96 (1H, m), 
2.92 (2H, q, J = 7.4), 2.95-3.05 (2H,m), 3.14-3.23 (lH,m), 
3.72-3.75 (1H. m), 7.20-7.30 (2H,m), 7,40-7.45 (2H,m). 


1-107 




1.22 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.6), 1.29 (3H, t, J = 
7.4), 1.75-1.77 (lH,m), 2.29-2.34 (1H, m), 2.88 (2H, q, J = 
7.4), 3.14 (1H, m), 3.31-3.36 (1H, m ), 4.01-4.10 (2H, m), 
6.81-6.85 (1H, m),7.10-7.20 (2H, m), 7.28-7.35 (1H, m). 


1-108 




1.12 (3H,d, J = 6.6), 1.20 (6H, d, J = 6.9), 1.29 (3H, t, J = 
7.4), 2.40-2.50 (1H, ra), 2.57 (1H, dd, J = 13.5, 6.6), 2.91 
(2H, q, J = 7.4), 2.95 (1H, m), 3.14 (1H, m), 3.45 (1H, dd, 
J = 13.5, 8.4), 4.30 (1H, dd, J = 13.5, 8.4), 6.81-6.85 (1H, 
m), 7.10-7.20 (2H, m), 7.28-7.35 (1H. m). 
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1-109 




0.88 (6H, t, J = 7.5), 1.22 (6H, d, J = 6.9), 1.29 (3H, t, J = 7.4), 
1.45-1.52 (4H, m), 2.58 (2H, s), 2.89 (2H, q, J = 7.4), 3.15 
(lH,m), 3.77 (2H, s), 6.78-6.83 (1H, m), 7.08-7.21 (2H, m), 
7.30-7.35 (1H, m). 


1-110 


109- 
111°C 


1.21 (6H, d, J = 6.9), 1.23 (6H, s), 1.25 (3H, t, J = 7.4), 2.81 
(2H, q, J = 7.4), 2.90 (1H, t, J = 6.9), 3.05 (2H, s), 7.13-7.30 
(2H, m), 7.36-7.45 (2H 3 m). 


i-in 




1.21 <6H, d, J = 6.9), 1.31 (3H, t, J = 7.4), 1.42 (3H } d, J = 6.7), 
2.90 (2H, q, J = 7.4), 3.23 (1H, q, J = 6.9), 3.69 (1H, q, J = 
6.6), 3.87-3.93 (1H, m), 6.78-6.82 (1H, m), 7.08-7.20 (2H, m), 
7.25-7.30 (1H, m). 


1-112 




1.19-1.25 (9H, m), 1.14 (3H, d, J = 6.3), 2.76 (1H, d, J = 10.9), 
2.96 (2H, t, J = 7.4), 3.22 (1H, q, J = 6.9), 3.44-3.48 (1H, m), 
5.12 (1H, q, J = 6.3), 6.81-6.85 (1H, m), 7.09-7.16 (2H, m), 
7.28-7.32 (1H, m). 


1-113 


126- 
128°C 


1.18 (6H, d, J = 6.9), 1.22 (6H, d, J = 6.9), 1.45 (3H, t, J = 7.4), 
1.80-1.91 (lH,m), 2.57-2.64 (2H, m), 2.61 (3H,s), 2.86-2.89 
(1H, m), 3.07 (1H, m), 5.95-6.05 (1H, m), 6.98-7.00 (1H, m), 
7.12-7.22 <2H, m), 7.28-7.35 (IK, m). 


1-114 




1.20 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.9), 1.82-1.88 (1H, m), 
2.48-2.63 (1H, m), 2.63 (3H,s), 3.11 (1H, m), 3.29-3.35 (1H, m), 
4.26(1H, m), 4.98 (1H, m), 6.90-6.95 (1H, m), 7.15-7.20 (2H, 
m), 7.30-7.35 (1H, m). 


1-115 




1.14 (3H, d, J = 6.5), 1.20 (6H, d, J = 6.9), 2.53 (1H, dd, J = 
13.0, 5.4), 2.75 (3H,s), 2.80-2.85 (1H, m), 2.95 (1H, dd, J = 
13.0, 5.4), 3.11 (1H, m), 3.72 (1H, dd, J = 13.0, 9.0), 5.15 (1H, 
dd, J = 13.0, 9.0), 6.90-6.95 (1H, ra), 7.15-7.25 (2H, m), 7.30- 
7.35 (1H, m). 


1-116 


119- 

i2rc 


0.88 (6H, t, J = 7.5), 1.20 (6H, d, J = 6.9), 1.45-1.52 (4H, m), 
2.62 (2H, s), 2.64 (3H, s), 3.15 (lH,m), 4.66 (2H, s), 6.78-6.83 
(1H, m), 7.08-7.21 (2H, m), 7.30-7.35 (1H, m). 


1-117 


99- 
100°C 


0.71-0.79 (1H, m), 0.85-0.90 (2H, m), 1.22 (6H, d, J = 6.9), 
1.22-1.25 (1H, m), 2.61 (3H, s), 2.79 (3H, s), 3.00-3.05 (lH,m), 
4.40 (2H, s), 6.92-6.95 (1H, m), 7.15-7.21 (2H, m), 7.30-7.35 
(1H, m). 
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1 23 (6H, s), 1.45 (6H, t, J = 7.4), 2.63 (3H, s), 2.67(2H,s), 4.08 
(2H, q, J = 7.0), 4.55 (2H, s), 6.57-6.63 (2H, m), 6.85 (1H, d, J 
= 7.9).' 


T 1 1 f\ 

I-119 


116- 
118°C 


1.24 (6H, s), 2.37 (3H, s), 2.64 (3H, s), 2.66 (2H, s), 3.84 (3H, 
s), 4.54 (2H, s), 6.75-6.80 (2H, m), 6.88 (1H, m). 


I-120 


92-93°C 


1.23 (6H, s), 2.27 (3H, s), 2.63 (3H, s), 2.67 (2H, s), 3.84 (3H, 
s), 4.51 (2H, s), 6.51-6.58 (2H, m), 7.10 (1H, d, J = 7.9). 


T 191 


129- 
130°C 


1.22 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 3.80 (3H, 
s), 4.53 (2H, s), 6.78-6.95 (3H, m). 


1-122 


93-95°C 


1 22 (6H, s), 2.12 (3H, s), 2.30 (3H, s), 2.64 (3H, s), 2.65 (2H, 
s), 4.51 (2H, s), 6.76 (1H, d, J = 7.9), 6.98 (1H, d, J = 7.9), 7.08 
(1H, t, J = 7.9). 


1-123 


151- 
S 152°C 


1 22 (6H, s), 1.83 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 3.17 (3H, 
s), 4.40 (1H, d, J = 13.6), 4.65 (1H, d, J = 13.6), 7.01 (1H, d, J 
= 7 9) 

7.10-7.15 (2H, m), 7.30-7.35 (1H, m). 



68 



WO 01/19807 PCT/JP00/06185 



(i^2 5) 







No 
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1-124 


105- 
106°C 


1.23 (6H, s), 1.41 (3H, t, J=7.0), 2.63 (3H, s), 2.66 (2H, 
s),4.08 (2H, q, J=7.0), 4.50 (2H, s), 6.88 (2H, d, J=8.6), 
6.98 (2H, d, J=8.6). 


1-125 


92-94°C 


1.23 (6H, s), 1.40 (3H, t, J=7.0), 2.62 (3H, s), 2.66 (2H, 
s), 4.08 (2H, q, J=7.0), 4.50 (2H, s), 6.57-6.63 (2H, m), 
6.70-6.75 (1H, m), 7.25-7.30 (1H, m). 


1-126 


108- 
109°C 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 3.81 (3H, s), 4.50 
(2H, s), 6.92 (2H, d, J=8.6), 7.04 (2H, d, J=8.6). 


1-127 


62-64°C 


1.23 (6H, s), 2.63 <3H, s), 2.66 (2H, s), 3.82 (3H, s), 4.50 
(2H, s), 6.57-6.63 (2H, m), 6.70-6.75 (1H, m), 7.25-7. 30 ( 1H, 
m) . 


1-128 


78-79'C 


1.23 (6H, s), 1.44 (3H, t, J=7.0), 2.59 (3H, s), 2.63 (2H, 
s), 3.82 (3H, s), 4.10 (2H, q, J=7.0), 4.47 (2H, s), 
6.57-6.63 (2H, m), 6.82-6.87 (1H, m). 


1-129 


58-60°C 


1.04 (3H, t, J=7.0), 1.23 (6H, s), 2.00 (2H, sext, J= 7.0), 
2.63 (3H, s),2.67 (2H, s), 3.87 (3H, s), 4.10 (2H, t, J=7.0), 
4.50 (2H, s), 6.58-6.64 (2H, m), 6.86-6.91 (1H, m). 


1-130 




1.13 (6H, s), 1.45 (6H, t, J=7.4), 2.28 (3H, s), 2.62 (2H, 
s), 3.74 (2H, s), 4.08 (4H, q, J=7.4), 6.46-6.53 (2H, m), 
6.88-6.92 (1H, m). 


1-131 


91-93°C 


1.04 (3H, t, J=7.0), 1.22 (6H, s), 1.76 (2H, sext, J=7.0), 
2.63 (3H, s), 2.65 (2H, s), 3.91 (2H, t, J=7.0), 4.50 (2H, 
s), 6.90 (2H, d, J=8.6), 6.98 (2H, d, J = 8.6). 


1-132 


103- 
104"C 


1.04 (3H, t, J = 7.0), 1.22 (6H, s), 1.76 (2H, sext, J = 
7.0), 2.63 (3H, s), 2.65 (2H, s), 3.91 (2H, t, J=7.0), 4.50 
(2H, s), 6.50 (1H, d, J=2.1), 6.60 (1H, d, J=7.4), 6.72 (1H, 
dd, J=7.4, 2.1), 7.28 (1H, d, J=7.4). 


1-133 


91-92°C 


0.98 (3H, t, J=7.0), 1.23 (6H, s), 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.63 (3H, s), 2.65 (2H, s), 3.96 (2H, 
t, J=7.0), 4.50 (2H, s), 6.90 (2H, d, J=8.6), 6.98 (2H, d, 
J=8.6). 


1-134 


86-87°C 


0.98 (3H, t, J=7.0), 1.23 (6H, s), 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.63 (3H, s), 2.65 (2H, s), 3.96 (2H, 
t, J=7.0), 4.50 (2H, s), 6.50 (1H, d, J=2.1), 6.60 (1H, d, 
J=7.8), 6.72 (1H, dd, J=7.8, 2.1), 7.28 (1H, d, J=7.8). 
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No 




NMR (CHC1 3 ) 


1-135 


69-70°C 


1.22 (6H, s), 1.47 (3H, t, J=7.0), 2.64 (3H, s), 2.66 (2H, 
s), 3.88 (3H, s), 4.15 (2H, q, J=7.0), 4.51 (2H, s),.6.61 
fin. H. .1=8.2 ). 6.62 (1H, d, J=2.1),6.88 (1H, d, J=8.2). 


1-136 


88-89°C 


1.04 (3H, t, J=7.0), 1.23 (6H, s), 1.80 (2H, sext, J=7.0), 
2.63 (3H, s), 2.67 (2H, s), 3.87 (3H, s), 3.90 (2H, t, J=7.0), 
4.51 (2H, s), 6.61 (1H, dd, J=8.2, 2.1), 6.62 (1H, d, J=2.1), 
6 88 (1H, d, J=8.2). 


1-137 


83-85°C 


0.98 (3H, t, J=7.0), 1.23 (6H, s), 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.64 (3H, s),2.68 (2H, s), 3.87 (3H, s), 
4 (n (2H t J=7 0), 4.50 (2H, s), 6.59 (1H, d, J=8.2), 6.61 
(1H, s), 6.88 (1H. d, J=8.2). 


1-138 


Q /I _ Q C of 


1 91 (aw O 1 34 (6H d. J=6.1). 2.63 (3H, s), 2.65 (2H, 
s), 4.50 (2H, s), 4.53 (1H, sept, J=6.1), 6.89 (2H, d, 
J=8.6), 7.04 (2H, d, J=8.6). 


1-139 




\ 91 ffiH s) 1 34 (6H d, J=6.1), 2.63 (3H, s), 2.65 (2H, 
s), 4.50 (2H, s), 4.53 (1H, sept, J=6.1), 6.50 (1H, d, 
J=2.1), 6.60 (1H, d, J=8.0), 6.72 (1H, dd, J=8.0, 2.1), 7.28 
(1H, d, J=8.0). 


1-140 


109- 
110°C 


1.22 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 4.50 (2H, s), 7.04 
(2H, d, J=7.5), 7.15 (1H, d, J=7.5), 
7.32 (2H, t, J =7.5). 


1-141 


92-93°C 


1.23 (6H, s), 2.63 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 
7.01-7.08 (1H, m), 7.11-7.15 (3H, m). 


1-142 


133- 
135°C 


1.23 (6H, s), 2.63 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 7.03 
(1H, dd, J=8.0, 2.1), 7.08 (1H, dd, J=8.0, 2.1), 7.25 (1H, 
t, J=8.0), 7.44 (1H, t, J=8.0). 


1-143 


92-93°C 


1.23 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 4.50 (2H, s), 6.88 
(1H, dd, J = 8.0, 2.1), 7.03 (1H, d, J=2.1), 7.15 (1H, dd, 
J=8.0, 2.1), 7.280H, t, J=8.0). 


1-144 


134- 
135'C 


1.22 (6H, s), 2.22 (3H,s), 2.63 (3H, s), 2.65 (2H, s), 4.50 
(2H, s), 7.00 (1H, d, J=8.1), 7.08 (1H, t, J=8.1), 7.15-7.25 
(2H, m). 


1-145 


87-89°C 


1.23 (6H, s), 2.37 (3H,s), 2.63 (3H, s), 2.66 (2H, s), 4.50 
(2H, s), 6.82 (1H, d, J=8.1), 6.84 (1H, s), 6.98 (1H, d, 
J=8.1), 7.21 (1H, t, J=8.1). 
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1-146 


91-93*C 


1.23 (6H, s), 2.35 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 4.50 
(2H, s), 6.92 (2H, d, J=8.6), 7.15 (2H, d, J=8.6). 


1-147 


82-83°C 


0.90 (3H, t, J=7.0), 1.22 (6H, s), 1.28-1.40 (2H, m), 
1.48-1.55 (2H, m), 2.55 (2H, t, J = 7.0), 2.64 (3H, s), 2.66 
(2H, s), 4.50 (2H, s), 6.90 (1H, d, J=7.8), 7.09 (1H, t, 
J=7.8), 7.11 (1H, t, J=7.8), 7.28 (1H, d, J=7.8). 


1-148 


72-73°C 


0.90 (3H, t, J=7.0), 1.22 (6H, s), 1.28-1.40 (2H, m), 
1.48-1.55 (2H, m), 2.60 (2H, t, J=7.0), 2.64 (3H, s), 2.66 
(2H, s), 4.50 (2H, s), 6.95 (2H, d, J=8.6), 7.18 (2H, d, 
J = 8.6). 


1-149 


133- 
134°C 


1.23 (6H, s), 1.35 (9H, s), 2.65 (3H, s), 2.69 (2H, s), 4.50 
(2H, s), 6.97 (1H, d, J=7.8), 7.13 (1H, t, J=7.8), 7.19 (1H, 
t, J=7.8), 7.41 (1H, d, J=7.8). 


1-150 


99- 
100°C 


1.22 (6H, s), 1.23 (3H, t, J=7.4), 2.62 (3H, s), 2.64 (2H, 
s), 2.66 (2H, q, J=7.4), 4.50 (2H, s), 6.95 (2H, d, J=8.6), 
7.20 (2H, d, J=8.6). 


1-151 


40-42°C 


1.23 (6H, s), 1.24 (3H, t, J=7.0), 2.64 (3H, s), 2.66 (2H, 
s), 2.67 (2H, q, J=7.0), 4.52 (2H, s), 6.83 ( 1H, d, J=8.1), 
6.86 (1H, s), 7.00 (1H, d, J=8.1), 7.28 (1H, t, J=8.1). 


1-152 


118- 
119°C 


1.23 <6H, s), 2.64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 
6.97-7.10 (4H, m). 


1-153 


89-90'C 


1.23 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 
6.73-6.90 (3H, m), 7.25-7.30 (1H, m). 


1-154 


111- 
112°C 


1.22 (6H, s), 1.25 (6H, d, J=7.0), 2.62 (3H, s), 2.64 (2H, 
s), 2.91 (1H, sept, J=7.0), 4.50 (2H, s), 6.95 (2H, d, 
J=8.6), 7.25 (2H, d, J=8.6). 


1-155 


127- 
129°C 


1.23 (6H, s), 2.62 (3H, s), 2.64 (2H, s), 3.14-3.18 (4H,m), 
3.85-3.90 (4H, m), 4.50 (2H, s), 6.93 (2H, d, J = 8.6), 7.04 
(2H, d, J=8.6). 


1-156 


91-93°C 


1.24 (6H, s), 2.62 (3H, s), 2.65 (3H, s), 2.68 (2H, s), 4.53 
(2H, s), 7.21-7.25 (1H, m), 7.48 (1H, t, J=7.9), 7.61 (1H, 
t, J=1.8), 7.74-7.78 (1H, m). 
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1-157 


103.5- 
104. 5°C 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 4.50 (2H, s), 
6.88-6.94 (2H, a), 7.46-7.51 (2H, m). 


1-158 


97-98°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.51 (2H, s), 
6.93-6.97 (1H, m), 7.19-7.31 (3H, m). 


1*159 


155.5- 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 
fi. 98-7.05 (2H. m). 7.28-7.34 (1H, m), 7.59-7.63 (1H, m). 


1-160 


102- 
106°C 


1.23 (6H, s), 2.23 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.00 
(3H, s), 4.52 (2H, s), 7.01-7.05 (1H, »), 7.28 (1H, t, 
.1=1.81. 7.37 (1H. t, J=7.8), 7.45-7.49 (1H, n). 


1-161 


lu- 
ll 2°c 


1.23 (6H, s), 2.60 (3H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 
(2H, s), 7.06-7.10 (2H, m), 7.97-8.03 (2H, m). 


1-162 


1 94- 

125°C 


1 (6H s) 2 23 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.00 
(3H, s), 4.52 (2H, s), 7.00-7.05 (2H, m), 7.65-7.70 (2H, 
m). 


1-163 


102- 
103. 5°C 


1.23 (6H, s), 1.32 (6H, d, J=6.3), 2.63 (2H, s), 2.64 (3H, 
s), 4.52 (2H, s), 4.52 (1H, sept, J=6.3), 6.90-6.98 (3H, 
m), 7.04-7.13 (1H, m) 


1-164 


90-92'C 


0.94 (3H, t, J=7.3), 1.23 (6H, s), 1.58 (2H, sext, J=7.3), 
2.51-2.56 (2H, m), 2.65 (3H, s), 2.65 (2H, s), 4.51 (2H, 
s), 6.90 (1H, dd, J=7.6, 1.3), 7.07-7.25 (3H, m) 


1-165 


157- 
158°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.49 (2H, s), 7.08 
(1H, d, J=7.9), 7.22 (1H, d, J=7.6), 7.50-7.56 (1H, m), 
7.66-7.69 (1H, m) 


1-166 


145- 
146"C 


1.24 (6H, s), 2.64 (3H, s), 2.69 (2H, s), 4.51 (2H, s), 
7.00-7.13 (7H, m), 7.30-7.37 (2H, n) 


1-167 


77-79°C 


0.95 (3H, t, J=7.3), 1.23 (6H, s), 1.65 (2H, sext, J=7.3), 
2.58 (2H, t, J=7.3), 2.63 (3H, s), 2.66 (2H, s), 4.51 (2H, 
s), 6.93-7.00 (2H, m), 7.14-7.20 (2H, m) 
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1-168 


117- 
118°C 


1.23 (6H, s), 1.55 (9H, s), 2.63 (3H, s), 2.67 (2H, s), 4.52 
(2H, s), 6.96-7.01 (2H, m), 7.37-7.42 (2H, m). 


1-169 


55-56°C 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 (2H, s), 7.19 
(1H, d, J=7.6), 7.26-7.27 (1H, m), 7.40-7.52 (2H, m). 


1-170 


88-90°C 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 (2H, s), 7.10 
(2H, d, J=8.2), 7.63 (2H, d, J=8.2). 


1-171 




1.15 (6H, s), 1.18 (6H, d, J=6.9), 2.17 (3H, s), 2.31 (3H, 
s), 2.64 (2H, s), 3.11 (1H, sept, J=6.9), 3.78 (2H, s), 6.80 
(1H, d, J=8.2), 7.11-7.18 (1H, m), 7.28-7.35 (1H, m). 


1-172 




1.15 (6H, s), 1.18 (6H, d, J=6.9), 2.15 (3H, s), 2.31 (3H, 
s), 2.65 (2H, s), 3.11 (1H, sept, J=6.9), 3.78 (2H, s), 6.99 
(1H, s), 7.11-7.18 (1H, m), 7.28-7.35 (1H, s). 


1-173 


121- 
123-C 


1.22 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 3.89 (3H, s), 3.89 
(3H, s), 4.54 (2H, s), 6.96 (1H, d, J=8.6), 7.67 (1H, d, 
J=2.1), 7.87 (1H, dd, J=8.6, 2.1). 


1-174 


146- 
147°C 


1.24 (6H, s), 2.59 (2H, s), 2.65 (3H, s), 2.96-2.99 (4H, 
m), 3.76-3.79 (4H, m), 4.52 (2H, s), 6.98-7.17 (4H ? m). 


1-175 


155- 
157°C 


1.23 (6H, s), 2.64 (3H, s), 2.66 (2H, s), 3.16-3.20 (4H, 
m), 3.84-3.88 (4H, m), 4.51 (2H, s), 6.54-6.57 (2H, m), 
6.70-6.74 (1H, m), 7.24-7.30 (1H, m). 


1-176 




1.22 (6H, d, J=6.6), 1.23 (6H, s), 1.38 (3H, t, J=7.1), 
2.65 (3H, s), 2.67 (2H, s), 3.08-3.18 (1H, m), 4.37 (2H, 
q, J=6.9), 4.52 (2H, s), 7.38 (1H, d, J=7.9), 7.59 (1H, 
d, J=2.0), 7.82 (1H, dd, J=8.1, 1.8). 


1-177 


120- 
122°C 


1.23 (6H, s), 1.50-1.61 (2H, m), 1.67-1.75 (4H, m), 2.62 
(3H, s), 2.66 (2H, s), 3.13-3.17 (4H, m), 4.50 (2H, s), 
6.92-7.02 (4H, m). 


1-178 


124- 
125°C 


1.23 (6H, s), 1.85-1.90 (4H, m), 2.62 (3H, s), 2.68 (2H, 
s), 3.22-3.27 (4H, m), 4.48 (2H, s), 6.74-6.80 (2H/ m), 
6.95-6.98 (1H, m), 7.03-7.10 (1H, m). 
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1-179 




1.23 (6H, s), 2.50 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.51 
(2H, s), 6.78-6.82 (1H, m), 6.91 (1H, t, J=2.0), 7.03-7.07 
(1H, m), 7.25-7.31 (1H, m). 


1-180 


102- 
103°C 


1.23 (6H, s), 2.49 (3H, s), 2.63 (3H, s), 2.67 (2H, s), 4.51 
(2H, s), 6.96-7.01 (2H, m), 7.27-7.31 (2H, m). 


1-181 


82-83°C 


1.23 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 7.07 
(1H, dd, J=7.6, 1.7), 7.14-7.20 (1H, m), 7.25-7.34 (2H, m). 


1-182 




1.23 (6H, s), 2.64 (3H, s), 2.69 (2H, s), 4.52 (2H, s), 6.90 
(1H, s), 6.93-7.04 (2H, m), 7.38 (1H, t, J=8.2) 


1-183 


68-70°C 


1.24 (6H, s), 2.64 (3H, s), 2.69 (2H, s), 4.51 (2H, s), 
7.01-7.07 (2H, m), 7.21-7.24 (2H, m). 


1-184 


170'C 


1 25 (6H s) 2 66 (3H, s), 2.70 (2H, s), 4.54 (2H, s), 
7.13-7.18 (2H, m), 7.34-7.39 (1H, m), 7.59-7.63 (2H, m), 
7.86-7.91 (1H, m), 8.58 (1H, dd, J=4.8, 1.6), 8.87 (1H, t, 
J=1.5) 


1-185 


92.5- 
93.5°C 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 
7.05-7.09 (1H, m), 7.24 (1H, t, J=1.6), 7.34-7.40 (2H, m), 
7.49 (1H, t, J=7.6), 7.87-7.92 (1H, m), 8.60 (1H, dd, J=4.9, 
1.4), 8.87 (1H, dd, J=2.3, 0.7) 


1-186 




1.09 (6H, s), 2.56 (3H, s), 2.58 (2H, s), 4.20 (2H, s), 
7.09-7.12 (1H, m), 7.24-7.30 (2H, m), 7.36-7.45 (2H, m), 
7.75-7.79 (1H, m), 8.54 (1H, dd, J=4.9, 1.6), 8.68 (1H, dd, 
J=2.3, 0.7) 


1-187 


110.5- 
111. 5°C 


1.17 (6H, s), 2.51 (3H, s), 2.61 (2H, s), 4.33 (2H, s), 
6.93-7.19 (7H, m), 7.23-7.30 (2H, m) 


1-188 


75-76°C 


1.14 (6H, s), 1.43 (6H, t, J=7.4), 2.61(2H, s), 
3.65 (2H, s), 3.84 (3H, s), 4.08 (4H, q, J=7.4), 
6.46 (1H, dd, J=8.1, 2.2), 6.52 (1H, d, J=2.2), 
6.84 (1H, d, J=8.4). 


1-189 




1.19 (6H, s), 2.61 (2H, s), 3.65 (2H, s), 3.85 (3H, s), 3.88 
(3H, s), 6.85-6.99 (3H, m), 7.02-7.15 (1H, m). 
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1-190 




1.13 (6H, s), 1.23 (3H, t, J=7.4), 2.62 (2H, s), 2.66 (2H, 
q, J=7.4), 3.64 (2H, s), 3.84 (3H, s), 6.84 (2H, d, J=8.6), 
7.16 (2H, d, J=8.6). 


1-191 


45-47°C 


1.14 (6H, s), 1.25 (6H, d, J = 7.0), 2.62 (2H, s), 2.91 (1H, 
sept, J=7.0), 3.64 (2H, s), 3.84 (3H, s), 6.86 (2H, d, 
J=8.6), 7.19 (2H, d, J=8.6). 


1-192 


93-95°C 


1.15 (6H, s), 2.31 (3H, s), 2.62 (2H, s), 3.80 (2H, s), 3.85 
(3H, s), 6.85-6.99 (3H, m), 7.02-7.15 (1H, m). 


1-193 


65-67°C 


1.13 (6H, s), 1.23 (3H, t, J=7.4), 2.31 (3H, s), 2.62 (2H, 
s), 2.65 (2H, q, J=7.4), 3.77 (2H, s), 6.90 (2H, d, J=8.3), 
7.21 <2H, d, J=8.3). 


1-194 


95-97°C 


1.15 (6H, s), 1.24 (6H, d, J=7.0), 2.31 (3H, s), 2.64 (2H, 
s), 2.91 (1H, sept, J=7.0), 3.77 (2H, s), 6.90 (2H, d, 
J=8.6), 7.21 (2H, d, J=8.6). 


1-195 


94-96°C j 


1.15 (6H, s), 1.41 (3H, t, J=7.0), 2.31 (3H, s), 2.64 (2H, 
s), 3.77 (2H, s), 4.05 (2H, q, J=7.4), 6.90-6.99 (4H, m). 


1-196 


99- j 
iOCrC 


1.15 (6H, s), 1.47 (3H, t, J=7.0), 2.32 (3H, s), 2.66 (2H ? 
s), 3.77 (2H, s), 3.88 (3H, s), 4.08 (2H, q, J=7.0), 6.52 
(1H, d, J= 8.2), 6.56 (1H, d, J=2.1), 6.88 (1H, d, J=8.2) . 


1-197 


133- 
• 134°C 


1.23 (6H, s), 1.50-1.75 (6H, m), 2.63 (3H, s), 2.65 (2H, 
s), 3.18 (4H, t, J=5.4), 4.51 (2H, s), 6.47-6.57 (2H, m), 
6.72-6.76 (1H, m), 7.21 (1H, d, J=8.1) 


1-198 


124- 
125°C 


1.17 (6H, t, J=6.9), 1.23 (6H, s), 2.61 (3H, s), 2.68 (2H, 
s), 3.35 (4H, q, J=6.9), 4.49 (2H, s), 6.68 (2H, d, J=8.9), 
7.04 (2H, d, J=8.9) 


1-199 


85-87°C 


1.22 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 3.89 (3H, s), 
3.92 (3H, s), 4.54 (2H, s), 7.01 (1H, d, J=7.9), 7.62 (1H, 
d, J=1.3), 7.67 (1H, dd, J=7.9, 1.7) 


1-200 


137- 
138°C 


1.23 (6H, s), 2.11-2.22 (2H, m), 2.62 (2H, t, J=7.9), 
2.64 (3H, s), 2.67 (2H, s), 3.88 (2H, t, J=7.1), 4.52 
(2H, s), 6.81-6.84 (1H, m), 7.30-7.50 (3H, m) 
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1-201 


86.5- 
87.5°C 


1.22 (6H, s), 2.62 (3H, s), 2.67 (2H, s), 4.50 (2H, s), 6.71 
(1H, t, J=2.0), 6.76-6.82 (2H, m), 7.02-7.13 (3H, m), 
7.29-7.37 (3H, m) 


1-202 


162- 


1.25 (6H, s), 2.65 (3H, s), 2.70 (2H, s), 4.54 (2H, s), 
7.10-7.14 (2H, m), 7.33-7.46 (3H, m), 7.59-7.63 (4H, m) 


1-203 


56.5- 
57 5°C 


1.06 (6H, s), 2.51 (3H, s), 2.59 (2H, s), 4.14 (2H, s), 7.07 
(1H. dd. J=8.2, 1.3), 7.21-7.45 (8H, m) 


1-204 


97-99°C 


1.24 (6H, s), 2.65 (3H, s), 2.68 (2H, s), 4.54 (2H, s), 
7.00-7.04 (1H, m), 7.25-7.26 (1H, m), 7.33-7.48 (5H, m), 
7.60-7.63 (2H, i) 


1-205 


95-96'C 


1.21 (6H, s), 1.21 (6H, d, J=6.9), 2.61 (2H, s), 4.13(3H, 
s), 4.16 (2H, s), 6.77-6.81 (1H, m), 7.13-7.16 (2H, m), 
7.29-7.33 (1H, m) 


1-206 


128- 


1.18 (6H, d, J=6.9), 1.22 (6H, s), 2.63 (3H, s), 2.66 (2H, 
s) 2 96-3.06 (1H, m), 4.48 (2H, s), 6.67 (1H, d, J=8.2), 
7.47 (1H, dd, J=8.2, 1.7), 7.59 (1H, d, J=2.0) 


1-207 


149- 
150°C 


1.23 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 3.71 (8H, m), 
3.86 (3H, s), 4.53 (2H, s), 6.95-7.05 (3H, a) 


1-208 


124- 
126°C 


1.23 (6H, s), 2.61 (3H, s), 2.67 (2H, s), 2.96 (6H, s), 4.50 
(2H, s), 6.74 (2H, d, J=8.2), 7.04 (2H, d, J=8.2). 


1-209 


107- 
109°C 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 2.96 (6H, s), 4.51 
(2H, s), 6.34 (1H, d, J=2.0), 6.38 (1H, d, J=8.0), 6.54 (1H, 
dd, J=8.0, 2.0), 7.24 (2H, d, J=8.0). 


1-210 


98-99°C 


1.06 (3H, t, J=7.4), 1.23 (6H, s), 2.63 (5H, s), 2.65 (3H, 
s), 2.99 (2H, q, J=7.4), 4.51 (2H, s), 6.98-7.10 (3H, m), 
7.15-7.20 (1H, m). 


1-211 


94-96°C 


0.84 (3H, t, J = 7.4), 1.22 (6H, s), 1.49 (2H, sext, J = 
7.3), 2.63 (3H, s), 2.65 (2H, s), 2.72 (3H, s), 2.84 (2H, 
t, J = 7.4), 4.51 (2H, s), 6.90-7.05 (3H, d), 7.10-7.15 
(1H, m). 



1 
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(*3 3) 



lb & 
% S 




No 




NMR (CHCI 3 ) 


1-212 


98-99°C 


1.02 (6H, t, J=7.4), 1.22 (6H, s), 2.61 (2H, s), 2.63 (3H, 
s), 3.06 (4H, q, J=7.4), 4.51 (2H, s), 6.98-7.10 (4H, m). 


1-213 


83-84'C 


1.23 (6H, s), 2.64 (3H, s), 2.71 (2H, s), 4.57 (2H, s), 
6.90-7.12 (3H, m) 


1-214 




1.19 (6H, d, J=6.9), 1.23 (6H, s), 2.64 (3H, s), 2.67 (2H, 
s), 3.06 (1H, sept, J=6.9), 4.49 (2H, s), 6.85 (1H, d, 
J=8.2), 7.14 (1H, dd, J=8.2, 2.3), 7.27 (1H, d, J=2.3) 


1-215 


83-85 w C 


1.23 (6H, s), 2.32 (3H, s), 2.63 (3H, s), 2.66 (2H, s), 2.71 
(6H, s), 4.50 (2H, s), 6.75-6.80 (1H, m), 6.98 (1H, s), 
6.97-7.00 (1H, m). 


1-216 


99- 
100°C 


1.23 (6H, s), 2.33 (3H, s), 2.62 (3H, s), 2.65 (2H, s), 2.70 
(6H, s), 4.50 (2H, s), 6.78 (2H, t, J=7.9), 
6.91 (1H, d , J=7.9). 


1-217 


98-99°C 


1.23 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.64 (2H, s), 2.67 
(6H, s), 4.50 (2H, s), 6.81 (1H, s), 6.92 (2H, s). 


1-218 


117- 
19°C 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 2.68 (6H, s), 4.50 
<2H, s), 6.89 (1H, d , J=8.5), 6.99 (IK, d , J=2.0), 7.04 
(1H, dd , J=7.9, 2.0). 


1-219 


68-70°C 


1.22 (6H, s), 2.22 (6H, s), 2.64 (3H, s), 2.66 (2H, s), 4.54 
(2H, s), 6.93-6.98 ( 1H, m), 7.04 (2H, d, J=8.0). 


1-220 


97-99°C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 
2.72 (6H, s), 3.25 (2H, q, J=7.4), 4.47 (2H, s), 
6.94-7.05 (3H, m), 7.15-7.20 (1H, m). 


1-221 


118- 
119"C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 2.95 (6H, 
s), 3.25 (2H, q, J=7.4), 4.47 (2H, s), 6.34 (1H, d, J=7.5), 
6.38 (1H, s), 6.52 (1H, d, J=7.5, ), 7.24 (1H, t, J=7.5). 


1-222 


74-76°C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.33 (3H, s), 2.63 (2H, 
s), 2.70 (6H, s),3.25 (2H, q, J=7.4), 4.47 (2H, s), 6.78 
(1H, d, J=7.5), 6.82 (1H, s), 6.91 (1H, t, J=7.5). 
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(*3 4) 



ft £ 

tin S 




No 




NMR (CHC1 3 ) 


1-223 




1.22 (6H, s), 1.25 (6H, d, J=7.0), 1.34 (3H, t, J=7.4), 2.65 
(2H, s), 2.91 (1H, sept, J=7.0), 3.25 (2H, q, J=7.4), 4.50 
(2H, s), 6.98 (2H, d, J=8.2), 7.28 (2H, d, J = 8.2). 


1-224 




1.21 (6H, s), 2.62 (3H, s), 2.66 (2H, s), 2.97 (3H, d, 
J=4.9), 3.84 (3H, s), 4.51 (2H, s), 6.66 (1H, brs), 6.96 
(1H, d, J=7.9), 7.30-7.33 (1H, m), 7.49 (1H, d, J=1.3) 


1-225 


69-71°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.52 (2H, s), 6.49 
(1H, t, J=74.6), 7.04-7.26 (4H, m) 


1-226 




1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.51 (2H, s), 6.50 
(1H, t, J=74.2), 7.00-7.05 (2H, s), 
7.11-7.16 (2H, m) 


1-227 


81-83°C 


1.17 (6H, t, J=7.0), 1.23 (6H, s), 2.63 (3H, s), 
2.66 (2H, s), 3.35 (4H, q, J=7.0), 4.52 (2H, s), 
6.29 (1H, s), 6.30 (1H, d,t, J=8.2,2.3), 
6.49 (1H, dd, J=8.2, 2.3), 7.19 (1H, t, J=8.2). 


1-228 


106- 
107°C 


1.21 (6H, s), 2.61 (3H, s), 2.64 (2H, s), 2.70 (6H, s), 4.47 
(2H, s), 6.90 (2H, s),6.93 (1H, s). 


1-229 


121- 
122°C 


1.23 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 2.70 (6H, s), 4.48 
(2H, s), 6.50-6.70 (2H, m),6.93 (1H, dd, J=8.5, 6.2). 


1-230 


85-86°C 


1.21 (6H, s), 2.63 (3H, s), 2.64 (2H, s), 2.66 (6H, s), 4.49 
(2H, s), 6.74-6. 79 (2H, m), 6.93-6.98 (1H, m). 


1-231 


82-84°C 


1.23 (6H, s), 1.25 (3H, t, J=7.6), 2.62 (3H, s), 2.66 (2H, 
s), 2.67 (2H, q, J=7.6), 2.71 (6H, s), 4.50 (2H, s), 6.80 
(1H, d, J=7.6), 6.84 OH, s), 6.93 (1H, d, J=7.6). 


1-232 


75-76°C 


1.22 (3H, t, J=7.6), 1.23 (6H, s), 2.60 (2H, q, J=7.6), 2.63 
(3H, s), 2.64 (2H, s), 2.68 (6H, s), 4.50 (2H, s), 6.83 (1H, 
s), 6.93 (2H, s). 


1-233 


86-88°C 


1.22 (6H, s), 1.33 (3H, t, J=7.4), 2.64 (2H, s), 2.71 (6H, 
s), 3.24 (2H, q, J=7.4), 4.47 (2H, s), 6.92 (2H, s), 6.94(1H, 
s). 
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(i35) 



-fb 


$j44 


1NO 




NMR (CHC1 3 ) 


1-234 


70-71°C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 2.71 (6H, 
s), 3.25 (2H, q, J=7.4), 4.46 (2H, s), 6.60-6.68 (2H, m), 
6.92-6.94(lH, m). 


1-235 


80-82'C 


1.22 (6H, s), 1.24 (3H, t, J=7.6), 1.33 (3H, t, J=7.4), 2.60 
(2H, q, J=7.6), 2.61 (2H, s), 2.71 (6H, s), 3.24 (2H, q, 
J=7.4), 4.47 (2H, s), 6.81 (1H, d, J=7.6), 6.94(1H, s), 
6.94 (1H, d, J=7.6). 


1-236 




1.03 (3H, t, J=7.3), 1.20 (6H, d, J=6.9), 1.23 (6H, s), 1.40 
(3H, d, J=6.9), 1.61-1.89 (2H, m), 2.63 (2H, s), 3.15 (1H, 
sept, J=6.9), 3.95 (1H, q, J=6.9), 4.47 (2H, s), 6.89-6.92 
(1H, m), 7.13-7.20 (2H, m), 7.31-7.34 (1H, m) 


1-237 




1.05 (6H, d, J=6.6), 1.21 (6H, d, J=6.6), 1.23 (6H, s), 
1.98-2.08 (1H, m), 2.64 (2H, s), 3.16 (1H, sept, J=6.6), 
3.20 (2H, d, J=6.6), 4.49 (2H, s), 6.88-6.92 (1H, m), 
7.13-7.22 (2H, m), 7.30-7.35 (1H, m) 


1-238 


102- 
104°C 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.61 (2H, s), 2.85-2.95 
(1H, m), 3.19 (3H, d, J=4.6), 4.46 (2H, s), 6.73-6.79 (1H, 
m), 7.14-7.20 (2H, m), 7.29-7.34 (1H, m), 12.40 (lH/brs) 


1-239 


58-60°C 


1.23 (6H, s), 2.17 (3H, s), 2.64 (3H, s), 2.65 (2H, s), 
2.70 (6H, s), 4.52 (2H, s), 6.63 (1H, d, J=7.9), 6.87 ( 1H, 
d , J=7.9), 7.14 (1H, d, J=7.9). 


1-240 


100- 

iorc 


1.23 (6H, s), 2.62 (3H, s), 2.64 (2H, s), 2.78 (6H, s), 3.89 
(3H, s), 4.52 (2H, s), 6.60-6.70 (2H, m), 6.94 (1H, d , 
J=7.9). 


1-241 


82-83°C 


1.23 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 2.70 
(6H, s), 4.52 (2H, s), 6.63 (1H, d,t, J=7.9,1.9), 
6.70 (1H, d , J=1.9), 7.14 (1H, d, J=7.9). 


1-242 


99- 
100'C 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 2.81 (6H, s), 4.50 
(2H, s), 6.91 (1H, d,t, J=8.4,2.6), 7.06 (1H, d , J=8.4), 
7.14 (1H, d, J=2.6). 


1-243 


63-64°C 


i.23 <6H, s), 2.63 (3H, s), 2.67 (2H, s), 2.78 (6H, s), 3.89 
(3H, s), 4.52 (2H, s), 6.67 (1H, s), 6.70 (1H, d , J=7.9), 
6.81 (1H, d , J=7.9). 


1-244 


68-70°C 


0.88 (6H, t, J=7.5), 1.22 (6H, d, J=6.9), 1.35 (3H, t, 
J=7.4), 1.50-1.70 (4H, m), 2.61 (2H, s), 3.15 (1H, sept, 
J=6.9), 3.29 (2H, q, J=7.4), 4.44 (2H, s), 6.89-6.92 (1H, 
m), 7.08-7.21 (2H, m), 7.30-7.35 (1H, m). 
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(«3 6) 







No 




NMR (CHCI 3 ) 


1-245 


81-82'C 


1.14 (6H, s), 1.20 (6H, d, J=6.9), 2.63 (2H, s), 3.06 (2H, 
s), 3.08 (1H, sept, J=6.9), 3.18 (3H, s), 6.74 (1H, dd, 
J=7.3, 1.7), 6.98-7.10 (2H, m), 7.20-7.24 (1H, m) 


1-246 


47-49°C 


0.95 (3H, t, J=7.3), 1.13 (6H, s), 1.20 (6H, d, J=6.9), 
1.55-1.74 (2H, m), 2.62 (2H, s), 3.03-3.11 (3H, m), 
3.52-3.57 (2H, m), 6.73 (1H, dd, J=7.6, 1.7), 6.96-7.10 (2H, 
m), 7.21 (1H, dd, J=7.3, 1.7) 


1-247 


68-70°C 


1.11 (6H, s), 1.18 (6H, d, J=6.9), 1.19 (6H, d, J=6.9), 2.56 
(2H, s), 2.89 (2H, s), 3.08 (1H, sept, J=6.9), 5.08 (1H, 
sept, J=6.9), 6.73 (1H, dd, J=7.9, 1.7), 6.99-7.10 (2H, m), 
7.21 (1H, dd, J=7.9, 1.7) 


1-248 




0.97 (6H, d, J=6.9), 1.14 (6H, s), 1.18 (6H, d, J=6.9), 
2.05-2.15 (1H, m), 2.62 (2H, s), 3.07 (2H, s), 3.08 (1H, 
sept, J=6.9), 3.44 (2H, d, J=7.6), 6.71(1H, dd, J=7.6, 1.7), 
6.96-7.09 (2H, m), 7.21 (1H, dd, J=7.6, 1.7) 


1-249 


96-97°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.59 (2H, s), 7.04 
(1H, d, J=7.3), 7.41-7.50 (3H, m), 7.67 (1H, d, J=7.3), 7.87 
(1H, dd, J = 7.3, 2.1), 8.05 (1H, d, J=7.3, ). 


1-250 


108- 
109°C 


1.24 (6H, s), 2.67 (3H, s), 2.69 (2H, s), 4.59 (2H, s), 7.15 
(1H, d, J=7.3), 7.41 (1H, q, J=7.3), 7.69 (1H, t, J=8.4), 
7.91 (1H, d, J=7.3), 8.45 (1H, d, J=8.4), 
8.92-8.95 (1H, m). 


1-251 


105- 
107°C 


1.22 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 3.97 (3H, s), 4.53 
(2H, s), 6.87-6.90 (1H, m), 7.25-7.30 (1H, m), 7.96-7.99 
(1H, m). 


1-252 


132- 
133°C 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 2.92 (3H, s), 
4.49 (2H, s), 6.73-6.78 (1H, m), 7.20-7.23 (1H, m), 
8.05-8.07 (1H, m) 


1-253 


118- 
120«C 


1.23 (6H, s), 2.60 (3H, s), 2.63 (2H, s), 4.52 (2H, s), 7.30 
(2H, s), 8.12 (1H, s). 


1-254 


112- 
113°C 


1.23 (6H, s), 2.63 (3H, s), 2.69 (2H, s), 3.94 (3H, s),4.51 
(2H, s), 6.76 (1H, d, J = 8.1), 7.35 (1H, dd, J = 8.1, 2.1), 
7.92 (1H, d, J = 2.1). 


1-255 


109- 
110°C 


1.23 (6H, s), 1.40 (3H, t, J=7.0), 2.62 (3H, s), 2.66 (2H, 
s), 4.38 (2H, q, J=7.0), 4.51 (2H, s), 6.75 (1H, d, J=8.1). 
7.35 (1H, dd, J=8.1, 2.1), 7.90 (1H, d, J=2.1). 
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(i§3 7 ) 







No 




NMR (CHC1 3 ) 


1-256 

- 


75-76°C 


1.03 (3H, t, J=7.6), 1.22 (6H, s), 1.76 (2H, sext, J= 7.6), 
2.63 (3H, s), 2.65 (2H, s), 4.24 (2H, t, J=7.6), 4.51 (2H, 
s), 6.76 (1H, d, J=8.1), 7.35 (1H, dd, J=8.1, 2.1), 
7.92 (1H, d, J=2.1). 


1-257 


74-76°C 


1.24 (6H, s), 1.36 (6H, d, J=6.3), 2.63 (3H, s), 2.70 (2H, 
s), 4.51 (2H, s), 5.28 (1H, sept, J=6.3), 6.70 (1H, d, 
J=8.1), 7.32 (1H, dd, J=8.1, 2.1), 7.92 (1H, d, J=2.1). 


1-258 


102- 
104°C 


1.23 (6H, s), 2.58 (3H, s), 2.63 (2H, s), 2.69 (3H, s),4.51 
(2H, s), 7.20-7.26 (2H, m), 8.21 (1H, d, J=2.1). 


1-259 


81-83°C 


1.23 (6H, s), 1.38 (3H, t, J=7.3), 2.63 (3H, s), 2.63 (2H, 
s), 3.18 (2H, q, J=7.3), 4.51 (2H, s), 7.15-7.26 (2H, m), 
8.21 (1H, d, J=2.1). 


1-260 


78-79°C 


1.05 (3H, t, J = 7.4), 1.23 (6H, s), 1.75 (2H, sext, J=7.3), 
2.63 (3H, s), 2.65 (2H, s), 3.15 (2H, t, J=7.4), 
4.51 (2H, s), 7.15-7.26 (2H, m), 8.20 (1H, d, J=2.1). 


1-261 


102- 
103°C 


1.23 (6H, s), 1.40 (6H, d, J=6.6), 2.63 (3H, s), 

2.66 (2H, s), 4.00 (1H, sept, J=6.6), 4.51 (2H, s), 7.15-7.26 

(2H, m), 8.22 (1H, d, J=2.1). 


1-262 


109- 
110'C 


1.22 (6H, s), 2.61 (3H, s), 2.65 (2H, s), 2.70 (6H, s), 3.80 
(3H, s), 4.48 (2H, s), 6.47 (1H, dd, J=7.9, 2.1), 6.56 (1H, 
d , J=2.1), 6.95 (1H, d, J=7.9). 


1-263 


99- 

ioo-c 


1.22 (6H, s), 2.62 (3H, s), 2.63 (2H, s), 2.64 (6H, s), 3.78 
(3H, s), 4.48 (2H, s), 6.59 ( 1H, d, J=2.1), 6.64 (1H, dd, 
J=7.9, 2.1), 6.98 (1H, d, J=7.9). 


1-264 


lu- 
ll 5°C 


0.98 (6H, t, J=7.0), 1.23 (6H, s), 2.16 (3H, s), 2.63 (3H, 
s), 2.64 (2H, s), 2.98 (4H, q, J=7.0), 4.52 (2H, s),6.65 
(1H, d, J=7.9), 6.89 (1H, d, J=7.9), 7.13 (1H, t, J=7.9). 


1-265 


66-67°C 


0.98 (6H, t, J=7.0), 1.23 (6H, s), 2.16 (3H, s), 2.63 (3H, 
s), 2.64 (2H, s), 2.98 (4H, q, J=7.0), 4.52 (2H, s), 6.63 
(1H, dd, J=7.9,2.1), 6.70 (1H, d , J=2.1), 
7.16 (1H, d, J = 7.9). 


1-266 


88-90'C 


1.04 (6H, t, J=7.0), 1.24 (6H, s), 2.63 (3H, s), 2.67 (2H, 
s), 3.17 (4H, q, J=7.0), 3.86 (3H, s), 4.51 (2H, s), 6.67 
(1H, s), 6.70 (1H, d , J=7.9), 6.85 (1H, d , J=7.9). 
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(138) 



ft * 




No 




NMR (CHC1 3 ) 


1-267 


138- 
140°C 


0.82-0.92 (9H, m), 1.18 (3H, d, J=6.9), 1.51-1.65 (6H, m), 
2.62 (2H, s), 2.65 (3H, s), 2.87 (1H, sept, J=6.9), 4.33 
(1H, d, J=13.5), 4.59 (1H, d, J=13.5), 6.89-6.92 (1H, m), 
7.13-7.28 (3H, m) 


1-268 


161- 
163°C 


0.89-0.95 (6H, m), 1.21 (6H, d, J=6.9), 1.25-1.54 (8H, m), 
2.62 (2H, s), 2.65 (3H, s), 3.10 (1H, sept, J=6.9), 4.47 
(2H, s), 6.88-6.92 (1H, m), 7.14-7.18 (2H, m), 7.31-7.34 
(1H, Dl) 


1-269 




1.21 (6H, d, J=6.9), 1.65-1.88 (8H, m), 2.64 (3H, s), 2.75 
(2H, s), 3.09 (1H, sept, J=6.9), 4.57 (2H, s), 6.90-6.94 
(1H, m), 7.13-7.20 (2H, m), 7.30-7.35 (1H, m) 


1-270 




1.21 (6H, d, J=6.9), 1.37-1.54 (8H, m), 1.76-1.80 (2H, m), 
2.65 (3H, s), 2.67 (2H, s), 3.09 (1H, sept, J=6.9), 4.54 
(2H, s), 6.89 (1H, m), 7.11-7.21 (2H, m), 7.29-7.34 (1H, 
m) 
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No 




NMR (CHCi 3 ) 


1-271 




1.04 (3H, s), 1.08 (3H, s), 1.29 (6H, d), J=6.9), 2.69(2H, 
s), 3.40 (IH, sept, J=6.9), 3.43 (3H, s), 3.51 (2H, s), 
7.18-7.29 (2H, m), 7.36-7.45 (2H, m) 


1-272 




0.96 (3H, s), 1.05 (3H, s), 1.25 (3H, d J=6 9) 1 ?fi em 
d, J=6.9), 2.61 (IH, d, J=12), 2.70 (IH, d, J=12), 3.39 (IH, 
sept, J=6.9), 3.45-3.58 (2H, m), 7.02-7.07 (2H, m) 
7.11-7.18 (IH, m), 7.38-7.45 (2H. m). 7.61-7. 7n 1 5>H ^ 


1-273 




0.84 (3H, s), 1.00 (3H, s), 1.25 (3H, d, J=6.9), 1.29 (3H, 

J=6.9), 2.43 (3H, s), 2.53 (IH, d, J=12), 2.64 (IH, d, J=12), 

3.29 (IH, d, J=16), 3.42 (IH, d, J=16), 3 47 (IH sent 
t _ ' 9 A u t » o . ** i v i n , sept, 

J=6.9), 7.09-7.19 (2H, m), 7.24-7.29 (2H, m), 7.38-7.45 (2H, 

m), 7.81-7.86 (2H, m) 


1-274 




0 99 (6H, s), 1.19 (6H, d, J=6.9), 2.40 (3H, s), 2.67 (2hT 
s), 2.87 (IH, sept, J=6.9), 3.43 (2H, s). 7 11-7 21 ffiH 
m), 7.68 (2H, d, J=8.1) 


1-275 




1.07 (6H, s), 1.26 (6H, d, J=6.9), 1.38 (3H, t, J=7.2), 2 71 
(2H, s), 2.93 (IH, sept, J=6.9). 3.5! (9K. q1 s «n (ou 
q, J=7.2), 7.20-7.30 (4H, m) 


1-276 




1.19 (6H, s), 1.23 (6H, d, J=6.9), 2.77 (2H, s), 2.87 (IH 
sept, J=6.9), 3.58 (2H, s), 6.65-6.69 (2H, m), 6.91 (1h' 
d J=7.5), 7.20 (IH, t, J=7.5), 7.51 (2H, d, J=9.3), 8.22 
(2H, d, J=9.3) 


1-277 




0.99 (6H, s), 1.20 (6H, d, J=6.9), 2.67 (2H, s), 2.88 (IH, 
sept, J=6.9), 3.44 (2H, s), 3.85 (3H, s), 6.86-6.90 (2H, 
m), 7.11-7.26 (4H, m), 7.72-7.76 (2H. m) 



0 
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1 Imi 1— 1 




No 




NMR (CHC1 3 ) 


1-278 




1.03 (6H, s), 1.20 (6H, d, J=6.9), 2.70 (2H, s), 2.88 (1H, 
sept, J=6.9), 3.44 (2H, s), 7.08-7.31 (4H, ■). 7.60 (1H, 
t, J=8.4), 8.04 (1H, d, J=8.4), 8.39 (d, J=8.4), 8.74 (1H, 
s) 


1-279 




1 01 (6H, s), 1.19 (6H, d, J=6.9), 2.69 (2H, s), 2.88 (1H, 
sept, J=6.9), 3.42 (2H, s), 7.09-7.32 (4H, .), 7.68 (2H, 
d, J-8.4), 7.92 (2H, d, J=8.4), 


1-280 




1 19 (3H, s), 1.21 (3H, s), 1.23-1.30 (6H, i), 2.62 UH, 
d, J=12), 2.82 (1H, sept, J=6.9), 3.02 (1H, d, J=12), 
3 46-3.70 (2H, m), 6.53-6.60 (2H, m), 6.86 (1H, d, J=7.8), 
7.13 (1H, t, J=7.8), 7.28-7.40 (2H, m), 7.61-7.66 (1H, m), 
7.90 (1H, dd, J=7.5, 1.2) 
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**S (pH7.4) % ImMEDTA, 3mMMgCl 2 ) 25°C, 2BH-l'>^i^- 

Ufc. 0.1*BSAfc$fc50mMTri8-HCl««« (pH 7.4) CtftM, 

flafe^-tt 10 a M WIN55212-2 (US 5081122 IB i$© y h -gg #73 

K Research Biochemicals International *t«) MTfKU ^JSlftiSS 
^C*f1-4*«Yb^*©50H|H*Jdltt (ICsoffi) fc^tofc, 

^C^Ufci:43t), ^BJJO-ai©^^,^ CB1 §g ft(:)±/<t CB2 
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